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, r 1 1****^, sm^^L-c^-ck x^mta^m^^) di 
mkfrm&tfzimfe^^Lx^xbx^mmmmzTsiiro j T?£*>s*i&4fc 

(2) a;(v) : 



m&mi 2] m^mium^>it^mtfzii^<Dm.t:^Lx^^mmm. 
imimi 3] rmmmm. fiat. mactt*»&, *jK*#*>*v»w* 

ffigSfe^E (Symptomatic Gastroesophageal Reflux Disease (Symptomatic GERD) 
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warn 1 6 ] mim 1 5 lemo^m^ &tfmisiia«£^ ^ 
zt^mmLtzmmmMm^mi-^m^^ts-imm^-y^-^o 

life, atatttAjtife^ :fc^&fc#fr*v>lt^aiifrift^ (Symptomatic Ga 
stroesophageal Reflux Disease (Symptomatic GERD) ) > NUD> f?4& IMA 
LT'J>^ 7')>vt--i 1 JV> (Zollinger-El lison) 3^S£> HSfca 

si m^mium.^t^ttzit^r<D^^mLx^^^) ^ 

fr&v^Ajtigrj^E (Symptomatic Gastroesophageal. Reflux Disease (Symptom 
aticGERD)) > NUD, Wm. |MALT'J>a'I, >/'J>yt-i'JV> ( 
Zollinger-El lison) »BKi^4fett±»?H<b«ttJlLO^Kr**:tt»« 
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) , NUD, IMALT'JWn'I, V*'j > v ^ - • .x. 'J V > (Zollinger- 
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c 9 ] y^c i - 6 mt&mmT$>2>±m c 1 ] iB*co>fb^« fzu^t^m. 
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ci 2] ±§b en &wi<Dik^tMi*<om*&mLxiizmmf&.&%io 

(Symptomatic Gastroesophageal Reflux Disease (Symptomatic GERD)) „ NU 
D, ffffix lMALT'J>^t, W • JiV V> (Zollinger-Ellison 

) Sm^#t/c{i±^rI'fk i tmifll0^t/i(±^^jT'$)^>±f3 [1 2 

Cl 4] ±JB Cl 3] iEJR«>gai&j£&> S:O f MB^a^^rmkttTt^> 
^MZ&'kM^ &m.0k*ftt>%^%'kMi&ffi.& (Symptomatic Gastroesop 
hageal Reflux Disease (Symptomatic GERD)) ^ NUD N ff*S, IMA LT') > 
/fffi, 7'J>yt--iT;> (Zollinger-Ellison) ^{gp, lil^S^li 

[15] ^ - • tfn i; l^m^JT^^>±lB [12] fB*c<7>HlSl&J& 

ci 6] ±ib ci 5] mm<Dmm®.fc%!), Rz^mmmm.^^^') * 

I B«c L Pi" & I B*<^ £ ^ tf MM' * ? v o 

Cl 7] ±12 Cl] fB«^fc^*^ti-e-offi*^L-C*S, iHftte** 
, ifiatttAai^, ftfclfe&ttfcfc^Bfcit&a&lE (Symptomatic Gastroes 

ophageal Reflux Disease (Symptomatic GERD)) . NUD, Wffi, IMALT'J 
Vl> • V> (Zollinger-Ellison) mg&. WWM&ttz 

Ci8] ±sb ci] K«tojb^*4fctt^a***tT*«^ i ;3^^^ 

Ci 9] JifB Ci] SB«offc^i»t^j±^offio^**»%^#i-*ci 

B^il^^L^ (Symptomatic Gastroesophageal Reflux Disease (Symptomatic G 
ERD)) „ NUD, Wm, |MALT'JW\1, «/'J>v>-'iW> (Zollin 

ger-Einson) &mt. wmM^ifz^um^tm^^mttz^m^mo 
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C2 0] -LIS [1] ifim^lh^tTtfi^^o^i*^ 1 ; • 

(Symptomatic Gastroesophageal Reflux Disease (Symptomatic GERD)) ^ NU 
D, BMALT'j W<§, '/'JV^t-'Xi; V > (Zollinger-Ellison 

-LIB ClD 8B«Oft^»0«ffl 0 

[2 2] • en«;^mj*«ji-t-*^ie)0±SB CD B«o 

C23] ±tfi cd %m.<Dit^mttz\t^<ouh . ^wsj 

[0 0 10] 

•RJfenTtfcfc&llfc: 1 &</>L4l@<7>®m*£^LT^-C Uv^o Lt(i s 
TV>Tfc £v>£tfbtofc2£ (fllx-tf* j*^*, x.^;i^ N n -ynf;H« 

) , 7U'i (Wx.tf, ^VA7^ K> 7th75 K^OC i _ 3 Tv^TS / 
**) > i^S^tLT^t^J:v«7;V3^y^ (011 AWT* * h^v, 
^fy> 2, 2, 2 - h U 7;v^-n^ b^v, 3-^ h^ry'/D^vifo^f 
tl^v>L6<7)7;i/3^yS) , ig^T;i/JrV> vpT ^r^S (iiif, 

xfl/>y't + y^Ci- 3 THW/yt + yif) l^flff. 
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ttlt ^1J£(^ wr>WL=f- (f!lx.t^ 77f, ffi*. JUR, B^m 

6<7)T^^r-^*) , &m.T)i>t--)i>m (tflx.tffcf-;K T';;i-^<7)^:^2 ^ 

^f^2 ^v»L6 07M-^i) . y^nrmi (^ijxff > * u "fu fcf 
;K «>^nyf^, v^n^^^K y ^ n y ;>if O^ft 3 I 8 O 

nift^;v % 7*f 'J^i^Ritl ^v>L6 ©7;^^-*;i/*-;vi) , ® 
^7^*7^ -f 36 (#Rt£\ ;i/*^v ; r-feT-A' ynfc?* 

t v- *f <7)^tt Kj: L 6 o 7;K^ - * t + vi) , &&T 
;^^y*;v- ^f— ($1 x. «\ ^ h^y*;v /K x h * v a ^ #~ A\ "7° 
n 5& ;v wlft 1 L 6 07^ n ^ y - * ;i/**-;H) , 7 

*7 )V * )u 3r ^ *s J] (^Jx.(f, ^ y i/fr** v * 7 

;K ^ft6^V>Ll 407V-M) . 7'J-;vt^rvi (08 

^ryS) . r (Mx.(^ ^>vM;K t7 h-f^Sf^Ki 

ifc6&V*U 1 4 07'J-^-^l/*-;H) , TV-^^W-A't + J'i (01 
^ V V^-T ;v^^r->, 1 7 h >f t ^yi^Hf6 L 1 4 ^7 V - 

% #;w-<r-=e -f ^ ; ;*^;v#;w^e>f ;k y*^ f ;v * l £ 

^ y\ x.f-;i/7^/, y'xf ;i/7 5 / £f ORft 1 t 6 W7^^r ^it^ 



miE#2 003-3056688 



02-1 75086 ^ ^- v : 15/ 



, £J;i^5l£m^*l#Hca&LT^&<^;W2 l. v , o 

A^T*tf£*l& [W.&&*^LX^Xi> Vym tLXit, 3-*r 

;V-4- (2, 2, 2-h'J7;Vtnxbdry) -2-lf'Jy;WJl^o 
[0 0 11] 

Ottm^Ifg^fi:e^l^v^L4ffl(Dem«^^tTv^T^J: <. a&*£ LTtt 

. iii^nr^ mx.it, yym, mm, ^m, zvmm . fi3&i£# 
Lx^xi> x^jkitikmm (mx.it, tj-^m, ^^m, n-yne;nf<7) 
\frhe><DT)v*>vmm) , ttMfiwuv>T^i (mx.it, 75 

A ^f-;i/75/, v7f;v7^y, xf;vr^, yxf;v7?;if« 
S 1 ^ L 6 <^)7 ;KJl/it^ y -It^ L y - 11 ?ti?t7 5 ^ if) , 7 
3 K2£ (mx.it. #/i/AT3b\ 7 1 h 7 5 Kf O C i - 3 7 v ^ if ) 
, iii?:tLTv>tUv«7;^^yi (#Jxf£\ ^K^if^ 
y 7 ;H n ^ f y if ©^it 6 O 7 y if ) % t£MT)V*V> 

(mx.it, ^f^>yt^yvXfl/>yt + vf<0Ci-3 7;^ 
^yt^ryif) f j&^lf <b*L& 0 

BWX7F%th2> rmmm*mLx^xi> x^soifym <oami7ffiU#& 
mititit «x.«f, Any>if (#ux.f£> -7^^, mm, ^m, z^m 

<7)7;^^i) . \&®.T)V'r=.)V& (mx.lt\£-)\<, 7'J^if<7)^ft2^f> 
6©7;i/t-^i) „ 6»7;K-;H (#ilx.(;f rn^^v^if^ 

->?n-7*?-;K v^n^o-f-;!/, n^^e y ;^f <D%mWL3 frb 8 <7)v^ n 
7;v^r;vi) , i!7;^^yi (mx.it, * xh^yif^fti 
frh 6<7)T^n^rvi) , x>ni, y7/i> fcKn^yi, 7-*-;i-i, * 
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;^'^fy;vS, &mr)Vi] ; j (tfflx.lt ;v ; T-t^;K 

^;H=lryi (Miff, ^;K^t^y ; 7Wt^y, fniit-iVt^y 

*'-;v* Will * h*~>#;v#— ;K ^ h * v#;i/**~;K "futf 

(fOx.il ^>y>t^y*;i"t*-;Vi^^f t7^t) 1 7 COT 9 
;^;i/t^ry-*;i'*-;H) „ ry-** (Wilt 7xi)K f"7-f-;H6^ 
<7)Mft6 75^ l 4 cor 1 ;-;!'*) , 7'J-;vt^yi (Mx.fl ^^v** 
t7f;vt^ylf0ttl6^f)14(07 i ;-;vt^yl) > 7V-^* 
(tfflx.lt 7 W )H,m&<D»tXfk6fre> 1 4COT'J- 

, 7'J^*A'^t*'>* (tfflx.lt ;v**v 
„ ^"7 W;v**v^co#tit^6^<b 1 4W7'J-/i'-*^»t + yi) 
, S^*=SrWLTv*T^> iv^w^'f (tfllx.lt *;w^^f;v; ^f-^ij 

5/* (tfflx.lt 7^ / '^W^, v^. 

f;v7? /*^coRHfifci &v>L60T;i'*;l'g^y-e&&^Lv-Sik£ 
^7^/if) ^^IfbtL. ttm^comisi^Sm^Sl^^^li^^o 

[0 0 12] 

#m^^J iiLTft tf!lxlif77>. ft7x^, kfn-;K 

„ 1, 2, 3-t*ty7 , Z-^ l,2,4-tW7 , /-)K 1,3,4-** 
f y7y-;K 77f ^, l,2,3-f7^7V-;K 1, 2, 4-f 7'/7 V— 
>K 1,3,4-^7^77-^ 1, 2, 3- h 'J7'/-^ 1,2,4-MJTV 
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Mb l 9 ] 



zmt m^^Lx^x^x^Mitim^i -ttzti remain* ltv>t*> 

Tl±, 09x.fJTC i _ 6 7;^1/>S ($!> I' b'j^^lx^^ 
) , C2-67^l^>i (M, J^-l^lf) „ C2-6 7^-V>I ( 

o 
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[0 0 14] 

u-cii> mM^mtimm^^^mmti^mmm-h^fh^ urn 

i:3^vai6i<7)^WIL<, BSS"?^S*i& fg^^WLTV^T^ J: 

<. ^!J^.(^>'^ nyn/N'> % y^Dyr/, v?n^>?> N v^n^^r-9-> % 
td^-?*? v^u***^ ifv^n [2. 2. 1] ^-f*v&±TFry 
>4$<DC 3 - i O y^n7;v*>f«?^o 

^ ^!lx.tfv^n-/n^>, v^nr-r>^ v*n^>x>^ v^n^^-t:> % v 
? n ^-7°x ~> * n * ? r- >#<7)C 4 _ 9 v * nrH ^j&*2FLffi$*i£o 

[0 0 15] 

f)ltfW^fEHE?14^L3l (*FSL<(il-fcv>L2«) &^£<fcfcl 
^ (Sf$L<l±l^L4^ ZblZifrt L< til ^L2i) ^tf> 5-12 
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x If57-K 1,2,3-tWTy-JK l,2,4-tWT7-;K 1 
,3,4-t^y77-iK -7 9*f>, l,2,3-f7v77-;K 1,2,4- 
f7v77-JK l,3,4-f7y77-;K 1 , 2 , 3 - h 'J 77-JK 1,2, 

-4 yyy-fr, ^>X-f ^ ^v*-;k ^>-V**^V-;K i,2-^>V-f 
7t^t/-K ^>7f 77-;K l ) 2-^>7'f7f77-;K 1H-^ 

y7h'j7V-;K ^r/';^. 'fv^yjy, v>y;>, *-rvvy, 

jK 1 ; > % T^'Jv>, 7x7Hy>, 7x/f7'A 7xfy>, 7x/^ 
•^■f^ f7>M/>, 7xtP)y^ 7xtl>D')>, -Y^KVv^ fcf 
no C 1 , 2 — _b_D fci'J^v^ f7 7n [1.5-jJ k?Vv>, -f^7 [1 
, 2 — _a_] tf U ^ ^ /V C 1 , 5 -_aj bfU S»\ -f 5 C 1 , 2 -_hJ 

tf 1 ; /y>, * C 1 , 2 -_aj ^'J^A l,2,4-h'J7Vn [4,3 
-_aJ tfV^>. l,2,4-b'J77n C4,3-JbJ e^y'yfW8-12 

[0 0 16] 

y7>, TW-V>* ^^^> N em;v>, 7f7tFn77> 

, ff7tKnft7x>, tf^Vv 7 ^, xh7HKnkfy>, ff7t Knf 

fx>, * ^7-tf^> % rvjjy, t^vAy, ^pj-tj>, *^-*t- 

^-TV7J>^c7)3~8M L< (±5~6M) Ofk*n&£ Wi^tefll 

(»tL<*±l&fP) w#3Sr#»M«*3lt* (flSTO^^) fc^^fbtt^o 
Ctltti, t^rVfi$ntV»tU<, Wx.ff2-t^r77€fy>, 2-* 
^Vlfn'Jy>, 2-t^7b^'Jy*^ 2-t^77-feVO, 2-*^rV7V* 
2 -**7f h 7fc Kn7 7>, 2 7t h 9 Yu fcf 9 2-* 
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^T-tV\°> N 2 VTV# 2 Vt*V* 2 — ^-^rV^^TJ > 
[0 0 17] 

[0 0 18] 

li>NRi^U 5^ R i teTfcUtl!^ SBI3££^LTv^fc £v\^ft3fc* 
^£^1"o fcfiU *mWK&^Xl±, D i t D 2 ^ 

is jwSgmi-.* m *) - 

[0 0 19] 
[0 0 2 0] 

±IBR. R 1% YT^£*L& rS^**^TLT^T*> iV^bTfcmHJ <^ Hit 
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is?ut )i>*)^, v^DTii/t-^i, y^y^+^y;^^ ->y-nr 

C i - 6 T;i^;v*^WJ§£*t&o R^^v^-rj&ar^^r^ft (Ci-67;v 
2-i? **f-)V-^> h - 4 ;i/^oC 2 - 7 T^-^^^WB £ *i&o 



o-7°n vy*n7^;v % y^n^yjv, ~>^n^7° 

f;K vy*tt*^;K bfv^n [2. 2. 1] ^-f9—fr&ZTfT9-wf-fr 

i/^n^y-r— ;V\ n:*-*-r.=:;K tf->^n [2. 2. 1] ^~f\ — 5 -J- 
[ y ^n7;^^7;v^;vSJ (4, ^Ji!My^n7;v^JV7;^;« 



o 
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7=-^;i/jn.^;U^J;Oflfv^o [2. 2. 1] ^7° h - 5 - J->- 2 - 1 ^ 
^&£*<7)C 4-9 v^nr^^-^T^^^^ffl^^^o 

V ^43,1:^2 -T>^';;v^<7)C 6- 1 4 7'J-^Wl<» #iRJ£-7x 

*J £^TU T)V*)V^frt LX l±±tZX&mLfz Tt;v^;v*J zmir&o & 
fcXi>, $)x.fi\ C 6- 1 4 T';-;v-C i -6 L<, Mx-lf 

[0 0 2 1 ] 

•t^k sec-y^K tert-7^;K 1 -xf;v7D tf;vis 

3r~>;m<7)C i - 6 T;l/^;v % ?nn^;K y*^nn^f;K f'J^nn^f 
;i^ > -7;v3-n^;K v-7;v*n *->k h »; yjvtu * 2-7n^xf 
2 , 2, 2 - h } ) -7)Vtu^)U, s<> *?y )\,-*u^)V^ 3 , 3 , 3 - h V "7 
;l/tn7o tf;K 4,4,4-h')7^tn7f;K 5 , 5 , 5 - h U yfrfwo 
^-;K 6, 6, 6 - b l J 7;UtDA^y;^*y-, y-i/clih'J-^nyy 

-Ci- 6 7;wif) > **v*. T^vV^. -M/ak 7;^v>vt 

3^>* (tfUxJf. xfp>yt^yfOCi-3 7;^P> 

% ^fV7D^'>, -7*h^r'>> ^fV7>^y N ^>fi^^y ^v^t^-> 



ttiSE# 2003-3056688 



#^ 002-175086 ^ ^- v 

(fliJAH ^na^W^ry, y^nn^W^y, HJ^DD^fm 
7Wn^fW^y> v^^^-n^^-^^-^v, b'jyji/tn^f-^t^ 
2-rn^xf;^^y, 2,2,2-f'J7;l/tDxfjl/t^y, ^^^7 
;i/tnxf^t^y, 3,3,3-h'J7^tn7 1 nt:;vt4y, 4,4,4-HJ 
7;Vtnrf;K^'>, 5, 5 , 5 - h M 7 )l>*us*>^)V**c v. 6,6,6-h 
ij7;i/tnAJfy;i/t^ryfMy-, v-ifcii h V -/Nn^V-C i - 6 T 

^y;VfWCi-6T^Wtif) . A^^y^i, f&lfcTA'TJ y* 

J ;v t ^ yf w C i - 6 r - * ;l^fx;i/ 1 y if ) , ttT^n^f 
v#;U**x:;i^ (#|xJ£, n^ry*^;K jr. }^->#;W-}?~;K 7"n*^ 
v#;V**xwK 7*h^v*^f-^f(7)C 1-6 7;V3^rv-*^^^if) 

l ! 77^^r^t^y-*^'t'-J>Sf ) , *f-*i3 ;w^^ ^r;v^;v 
x;i^7^-;H (Mill ^f;>y;;v7<-;v, jx-f-ji/^^-y -f — ;H|cdc i - 

^t-OV^ fy-tt7;^^x^7 7€>f;Pi («jc.-»f, *^)V7,)V7 rfi 
fl^ xf ;v x ^ 7 7 ^ o y - c i _ 6 7 ^ + ^ ;v 7 7 1 ^if ) > 
y-»7J^;^;v7 7 ; E'f;vi (0l;Uf, y^W;V77 ; e^^ v^f 
;i/ 7 7 ^ 'f w y - C i _ 6 7^^;vx ;v 7 7 * ;Hf ) , 7'J-^x 
^7 7^^H ($lx.H 7i-;vx;V77 ; 6'f;K t7W;v7 7*'f^ 
^)C6-i o7'J-;vx;v7 7*^;Hf) ^ T 1 ;-^* (#Ux.fi\ 7.xX.;K 
7-7^00 6-107'^^) > 7')-^t + yi (fitt 7x-^ 
t + y, t7f;vt^y|(OC6-io7'J-^t^yif) . 7'J-^ftS 
(#lRfi\ 7x-iVft> ^7^;i^*f (7>C 6 - 1 0 T 1 ;-^**^) > 7 



ffifiE# 2003-3056688 



002-175086 _ ^~ 9 s I 24/ 



7x-^x;^-;k t7f;vx;^-;vf^)C 6-1 o T1J 
30 , 7'j-;v*;^-jvi (0Ox.«r* '^'/-fA', t7h^^f<oC6-io 
7 1 J-/i'-*^-**») > ru-;^^**-^**^* ($lx.f£\ 
;pt^y, ^"7 h ^I't^y^Ce- l 0 7" U -)^-iJ )^^=-)^^r ^rvll) 

f^7< /, h V 7^tD7*W^ y^cO/NnrXk^tLTV^T 4> £v>C i 
_ 6 7^;v-*;^v7</if) ^ fil^Lt^tUv^iW^'f 
(fflz-l*. ^-CONR 2 R3 R2^<tO f R3liW^*t^ 

3!*£7jrto ^-CONR2R3»T, R 2 * R 3 »**B^**SHlfl* 

75/i (Mx-tf, ^:-NR2R3 R 2*3<fc^R 3 *ifrlBfc 

•To S:-NR 2 R 3 fc*v»"C\ R 2 t R 3 tiiit^ItlT- 1 i: 

WUUK ) -C^$tL*3l) , t**t*LO>TUv^l/'fK* ( 
Witf, S;-NHCONR2R3 (^^> R 2 *5*tfR 3 lisJIBi: Pl^^^^i" 
o tfcy ^-NHCONR 2 R3i:^ R 2 t R 3 ttRtt1"*at*IK^*: t 

^rt5KS Wx.^ S-NR2COR3 (5£«K R2*5«ty f R3* ± *fSS fc ra* 

,S-NR 2 S0 2 R3 R2*3*tfR3'*lttf& fc ra*&*^"**> 

N SmS^^t-CV^T^ £HKS9lt& (R2^iO f R 3 T^$tL^^O 



tB»E# 2003-30566 88 




2 002-175086 



25/ 



^f;Vif^it3*?)80v^n7^-;l'-^itH^607Wi 
) , r>;-;v* (Mx.lf, 7jc=.;K t7f ;vif o^ft6^f) 1 4<^)7'J- 

6^f>l 4 <D7 V - fr-gtm^i: 1 frb 6 <VT fr* fW^H^o 

tLTIi, fcfVvOK fn'jy^K tf^v-;^ tf^';v*-;K 2-* 

ifc3^8c?v?nT;v*;l^) , tf7^3^yl (#ixJ;F> ^f + ->> 
^rvS^<7)^iS:l frb §<DT )\y=i*ri/m „ - h y7/i, tKn^fy 



Ox-JK y^n^^-fe^;Hf(7)M|r3^f)8^y^n7;^» 



ffiSE#2 003-3056688 




2002-175086 



^-v: 26/ 



7K yn^^y^^Kf-jviiw^iti *»e> 6 <or;vn^rv-*;v5K-;v*) 

— ;K 1 7 f wit i 6 ^ f> l 4 «o 7 >J - ;H) , 7'J-^t^yi (00 

6 7>£> l 4»7'J-^-*;v^jH) . 7 , J-JV*;v*-;vt J ryi (flflxtf 
^ ^>v^;vt^r'A W ;w**vS^#c?!ti$:6 7>ib 1 4 07'J-^-* 

siftA*; ^^VTj^/^'f ;k v^^^7j;w^-=e^;i/^<7)^|fci ^^L6 

^Ltv>Ti £v>T^ (#l£ti\ 7^y ;^f;v7^, y^w^y, 
xf;i/7^ y\ yxf ;V7 5 ; lf« 1 1 L 6 ^7;^;v^ / -f 

e^'Jy>, ^^'Jyv, tf7tKn^ 
[0 0 2 2] 



mt£# 2003-3056688 




002-175086 



^- v : 27/ 



10 0 2 3] 



tr^vy/K i,2 ( 3-twryv;K i ( 2,4-tW7VjJK 1. 

3,4-tW7y'J^ 7 7f-;V, l,2,3-f7y7y'JJK 1,2,4 
-f7y77'JiK l 1 3,4-f7v7y , J;K 1 , 2 , 3 — HJ T V'J 1, 

2,4-h'J7 > / , ;;K fh7 vy ;w tf v;k t? y y v-;k tf y 5 v 

;K ^c>v^i-;i/, ">f v^^v^^c— ;K <Y > Ky >K -f v-f > Ky >K 1 H 
> v* h'j77V^ * / y /k 4v*s y >k y>/'J^K y * 

yis^9-i;-;v, 7^7v^K t7f 'Jy-;K yyr:;^ 7f y v-;K *;v 
/*VJ;K « -a/i^y—iK /? -#;v>Ky 7 -#;v**y — /k r^'jy 
~;K 7x^ty-iK 7x/f7y-)K 7xfy-;K 7x/W^- 
/K f7>M'-^K 7^f-h';v-;v> 7xtfn'J-JK r/F'Jy-iK 
en n [1,2 -_bJ e V k'77n ( 1 , 5 -_gj If V ->';K -f ^ 7V 

C i , 2 -_aj tf y v;k ^^yy c i , 5 -jD try v;k -f ^ ^v* [1,2- 

_t>J tf y ^ v* ^ }]/s 0^7(1,2 -_aJ tf y <y-;K 1 , 2 , 4 - HJ 7 V* 
n (4,3 -jl] tf*; 5>/K 1 , 2 . 4 - h y 77d [4,3 -bj tf y /y-^f 
O 8 - 1 2lOffIl^ffii W-t L < 14, HtrfBLfc 5 £v> L 6 jt^:^ 



ffiSE#2 003-3056688 



#IL2 002-175086 ^ ^ — ^ \ 28/ 



[0 0 2 4] 

m rmntfzi±7tmi<7)im^mm.mmmi tint nx.iftt->7-;K 

y-tf^v-;K *3r-b*^;K ^*-;K t?n';v-;K -f h ^ fc: Kn *7 U )is 

^T-tf/N°^;v N TV**-;K t^V^/^/K -f-^TJ^K 2j~3r 
tv**-^ f7^-^3~8l L<(i5~6M) <Dtm$>2> VMS 
(«fit<iifi«) o*3S?«ia*!»36 (fl&l»m«*5R3£) 

, 2-t*VfDiJ-;-;K 2-t*V^'jy-^ 2 V7^- 

nb°7-iK 2-t+Vft7-K 2 -i^rVf7-;K 2 — V fc?^ 9 5^ 
— >K 2 -t + VtW-iK 2 -^-^V^-^r-9-bV^;U, 
— >K 2—**V*f-r J c.^—)\/^ 2-t^7TV*-;K 2-t^Vt^V*^ 
;K 2 -t^vft*^;K 2 2-t*Vf7'/*- 

[0 0 2 5] 

^Ltv^Uv«ii:Ltti, HulfiR. R*> YT^^tt^> PR 

o 

t± 1 ~3MU^tU < . fim*^2^±0^{i#SJ^*{±|WI— ^ 
[0 0 2 6] 



tBSE# 2003-30 56 688 



mm 2 0 0 2 - 1 7 5 0 8 6 ^ ^- v I 29/ 



atau&j ss-ttf rsm^j icioit^^^TO^fia^tf^n^o 

o r^k**ntJ ^*5tt^>^^"BT^^a*5J:t>*±fBz^^$^ re 
zmj&Lft&o mmtLxn, wns, mm^mmn mint. rws»\ e 

D'Jy>, kf^i;v>\ > ^^D^-M^ (08*. If, Tf7 

t± Kut?>j^>^) , ^«^a§?f3i (01*. UD-^f) . R*5i^*W>&« 

7tFn4/'J>, f h^tKD^ V*>"J><f) m^mfhtiZx, £tf>-efc4 

/>ny>^ (0ijx.{^ 7^^, m.m. *vmm > ■/ 



2003-3056688 




2002-175086 



^-v: 30/ 



nt>, ^V/otf;K ^y^K sec-T^W tert-r/^K ^ 

[0 0 2 7] 
[<t2 0] 



"Cab-So 

[0 0 2 8] 




Hri 






Ji}fiE#2 003-3056688 



#S|XP 02-175086 



31/ 



[0 0 2 9] 

h i;jc^-;1/T ^ >> fcf^^v^ b°n';v>^ 2-7i^ifJV 
T5>\ ^>y>T<>, x^-;l/7r/, yx^;-^7^, 

[0 0 3 0] 

LTfi, tfiJx.^ (tflx-tf* iag^ia. 

, %\wmmk, v>m.mm . mmwuM. iwttf, &m%, v)y^irmm 

ILm^ p- Y)V3-y*)v*>WM.m 

. 0. 5tM»~5. OimWmf htlho C<D^> 0. 5 7Rfntk i. o 
imm. 1. 5 7KfP%^ 2. 0tK*DW£?£L^ o 
[0 0 3 1] 

tv^ 0 ^^cr&tt&lt^t^ LTfi, -^xt>ftv-^9 0%J^±<7) 
jn^^^-iifij^ (e. e. ) O^WiK, <fc W £ L < fi 9 9 



Hfc2 1] 
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002-175086 



^-v: 32/ 



[0 0 3 2] 

WrifeA) 

VG&m (III) i^rlifOSi:, fc&M (IV) 2 fct±*<0:&*: fci&^T^^T 
. & £ v> H4tt&TX-ffi& Z&ZZtlzXv Xit&M (I) £ tz It ^ com. 

ttfx»&2><, it&m an) it&y» (iv) (vmt Lxi^ ±.mks-!®j (d<d 
iM. t F\m<nwmfhti h o Mid mmmM. mx.h. mmM., m,mm, 
ykmwtm, ')>mmm . mmmm. mz.n. wmh. v^y^tu^mm, ^ 

[0 0 3 3] 



[0 0 3 4] 

(^^0#ffi-^{±miB^|W|l:^^^i-o ) 

■ft&AK&tf&Kfcli— mKmrn^Xftteti, ^&AO^j££|SWU ^v>v#S 

v**^^ f ^7tKn75>> y'xf^x-r^, tert-"7*^;v^ 

•f;K y^V7 4 nt:;vx-TJK xf 3-;i/y7f ;vx-f . x. 

Xx;WH (Mx.(i\ ftixf;p, f^m^^^) ^ ^v^^itmt 



[ft2 2] 




ttJ|E# 2 0 0 3 — 



3 O 5 6 6 8 8 




2 002-175086 



^—>': 33/ 



[0 0 3 5] 

*£A«)RJ£«U ii#or~ 1 0 Or, 02 L< l±2 0"C~8 OlCOi&Jtf&H 

^AoR/s^ratifb^ (in) > (iv) tizte*tLt><7>&&£v t &m<7>&. 

^A^ItLtti, ^Jx.Ji\ i^tl* (^JxJ^ Mtf 1 ^^, 

xf-^7^>, h V 7"n fcf;VT ^ b'jrf;V7^, y^n^yjVy^f 
^TS>, f'Jy>, y-n'Jy^ N, N-v^^T-ij ^ N 

W^f'Jy>f) . T^V/t^yKi (Witf, ^nep>**->K 
„ xtf^n;HiK'J>f) ^a«§£trfc;ft&o ^^m^^fflifi, ft£% (IV) 

~ 3 ^;u-e^>^> 0 

[0 0 3 6] 

ih^% an) ttzitt(DtM.i±, ^mme 1-5 0 9 7 8^#. usp4, 

6 2 8, 0 9 8^^ia^0^^7t(±^tL^^rii:7t^^ j; Mit£*L& 0 



mtiE# 2003-305668 8 




2002-175086 



34/ 




^tftffl^^iiia^siWi-So ft#w (vi) <Di&tLxu, m 
it if, (wx.ff, iim*i> «;>m*i^) , 

mil (Wx. »f . iwi. h y 7 /u* nftit, ~d j\^7 -? v 4 >w&> ~? 
-/netm ^^>mia. ffismia. nafeau «9i> 

[0 0 3 7] 

iCT?v^JttSSBlfc LT(i, Mx.ll fgM&tils (Wiil RitbV7A, ^ 
fijxf;V7 5>, b'jyn^rrA PJ7*Wr/, ^n^v^v 
, N-^f;Vtf^'Jy>, N-^f^t'nUv^, N- ^/we/l'**; > N 4- 
[0 0 3 8] 

AT 5 W) *K 5£ (VII) : 



Mb 2 4] 



H-D,-W-d-R 4 



ffilE# 2003-3056688 



#12 0 0 2-175086 



^-v: 35/ 



5£ (viii) : 

[ft 2 5] 

Y-Oj-i-OH (7111) 

%>o it-km (vii) cotitLT(±> wii^ mmmti mm** mm&, 

. *fbjc*ilttl, V>m^) , ^Wia («x..*, itl> h V ^/i^ngfegs 

^m*i> iLgftJta, * * > * ^m*^ p - > ^ > * ^* >m*&^) 

^Kn77>. ^on^>, N,N-y^WW75 5£ (IX 

) : 
[ft 2 6] 

HO-C-W-N-R, (IX) 

tib(Di&t^ Y - D 2 - H ti^ $ tiaMtl ^ 

TOfTf* ihCi^l-S^t ri*T- # & o ft^-tf (IX) <Di&tLXte, 

tewem win ffi$m, jubtoRaaa, y^wtw*) * #«BBft ( 

00*..*, ftmffl^ hij7;vtnl^ 7v;v|H 



ttifiE# 2003-3056688 



#M2 002-175086 



^-v: 36/ 



[0 0 3 9] 

^ (VII) , 5£ (IX) *K R4T^$tL^>^m*t LTii, #iRtf*yV5;l^ 

T'J^t^ry*^^^ C7-io79^;i'-*^^ (#!)x.l;f 
^>-v;v#;w-K~;i^) > f'jf^Sf^ffli/^n^o ztib<Dmz l ^v^L3 
i^)ADy>^ (fUxtf-7^^ ^^) . ^Fngftt^^tit^ 

. [0 0 4 0] 

(?j&B) 

^^(V)t7t{i-ecoil^m<bK)S^ti-^tH J: ct, Ifc^tKD ?zl±<$:<7) 
Ut2 7] 




ffiSE# 2003 — 3056688 



ijjjl 2002-175086 ^ *J I 37/ 

SF^t<tiO. 8^e;v~i. 2«=e;v-eab^o ilffitiMk^^aBWR^)* 
[0 0 4 1 ] 

-•7°n/NV-;v. 2--7°i=r^V-,M§0 . ^ h ($k T-fe h *-f-/wn?- 
„ yxf;n-f;K tert — yf^^f/H-f^ yMV7 p nk>i-f;K 

J (±, fk^(V) Sfcli* affile:** LT, ii^lf&mi-l 0 Of&MfflC^ti 
RJiw&Jgli. 8 0 8 0t, Sf£ L < (± 0 "C- 3 0 

RjE£i$iBtt, aur i 6 mm, U t L < ti 1 5 55— 1 n#ra-e** 0 

[0 0 4 2] 

^ftB^*|.-C*-6^^^(V)tt, «x.«f, fk^(III)0»*>f)KJSLTOS: ( 

x) : 

Wfc2 8] 



2003-3056688 




2002-175086 



^-v: 38/ 



J&-fZ>ZttfX&Z> : ij#HP8 6 1 - 5 0 9 7 8-f\ #H3HB5 4- 1 4 1 7 8 3f 
„ #PPS6 1 - 2 2 0 7 9-*§\ #|U§¥ 1 - 6 2 7 0-§\ #!PB6 3- 1 4 6 8 8 
2^-o 

[0 0 4 3]. 

(^Jx-t^. HSBtttL SklkTkmWUM., >; >mia^) . ^H^ia ( 

[0 0 4 4] 

, ik&wa)£tzte*<Dffi.i:ib¥frmKtt-ri>\ *&w±5£ on <oit&®ztz\& 

<^i£, milfWO 96/02535 KfEf^^&^Sr/B^T *> £ */> 0 

(-) -v^fivt, (+) -Mm, (-) -jsHSix (+) - 

1 — *7jc*?-/U7 ^ (-) -l-7xfW<>, v^n — > N (-) - 
[0 0 4 5] 



2003-3056688 



mm.2 002-175086 ^_ ^ — v : 39/ 

# • 

tf>»£\ ENANTIO-OVM (h-V-ft*) £ Tfctt ^>f -fc;H±«C H IR 

> T-feb-MJ/K hU7^tnfti, v*jc^;1/7<>\ b l J xf;V7 5 
#!)xJ^ ^^D7b^7 7-f-(?)i^ CP-Chirasil-DeX C 

[0 0 4 6] 

r*^«ttft»«iJ tttlt «x.tdT, MTPA [a-*b*->-«- (m;-7 
;^n^f^) 7x-;«) , (-) - * > b +y^o^ttt*^SI 
; (lR-x^K) -2- (7nnn^rv) -1, 3, 3 - b U * ^ kf t> * 
n [2. 2. 1] ^•/^^<^^Stt^T;i'3 4rv^^;WN7'f K#ri ? ^f 

[0 0 4 7] 
[0 0 4 8] 



tttIE#2 003-3056688 



ij^2 002-175086 ^ ^- v : 40/ 

*-*\ -f*, ^-9-^ N tc^v^-r, Mffcttit* (#) 

, Bit**, H/^i:i4M§, +~*8I»it0, ifc-^SBitS^ #^r-n 

i£&i$Mf!E. (Symptomatic Gastroesophageal Reflux Disease (Symptomatic GER 
D) ) ; N U D (Non Ulcer Dyspepsia) I Wffi {4 > 9 4 1 Oitfg^ 

&mz£2>4>9-py(*>- 1 p<om&Mmzft*) Wffi&^tr) ; 1MALT 
(Mucosa-Associated Lymphoid Tissue) *J ; VU >iS *r — • y> (Z 

ollinger-Ellison) Nt)A£ (#k f» M^Xlzi^if^) ; 

[0 0 4 9] 

^«i(I)^;fi-e^l^ #14**15; <> 
[0 0 5 0] 

t/^#^o. o ims%~ i o ofi%-?*So »«#*t*. ^tfiu 

;v-K ^JMHcio Mx.tf> #t«5K$iJt L"C> i&A (6 0kg 

) fc#LenWfc|fc#-rs»£\ tM^tUSO. 5-1 5 0 0mg/B> «f 



ffifiE# 2 003-3056688 




12002-175086 _ v I 41/ 



uufcM, mvfcm. i§v£3ij> ^m£<om\\%>)zm^z>zti>T^2>o 

o 

[0 0 5 1] 

, T^tfT^A*, -tf9^->> 7";V7>, ©«#IJtt: Fo^y^nt:;H:;vn- 

f£ Hw^JJ atli, (1) ^nx^'K^ (2) ?nx#;l^n-x-?- 

$«R^£*L£i£i4a£ik (3) *;v^y^f;vx^-fth'J^A 

3^ (#0 U) . (4) ttMtKnJry7'Dt>-t;i.n-x IfMlb 

^ (^) . (5) u-y^t-^-mtfmf hfih 0 m r^nx^tf k>j ^ 

LTfi, lf-^^V tfny K> (PVPP) > 1 - fcf — A— 2 - fcfn y vV 

^^^e^v-r-tf^^tL-rv^ i><Di>&>t>, 1 -if-^- 2 -tfn>; v/ 

MfcMtL-at, 3'J F>CL (BASFlil) > ^ X K> X L (ISP 
ttSSD . ^VT^X K>XL-1 0 (I S Pttl) > I'J^X K>INF-1 

0 (I SPttS) m-x~&2>o 

[0 0 5 2] 

{£\ \l yxj^^-fu fcf;i/-fc;vn-x (ttT> H P C d ^F<7> 

•b^n-T, 8§S#> ^° U fcf ~ ;v fcf n y K > ^0 , j. * y - ;i^v#1£ TMttti^^ 



mSE# 2003-3056688 



« 12002-175086 ^- V : , 42/ 

$H-H>>^A, ^T-tfA^O m^Whihho 

h 'J *A, ^M*^ h 'J * A, >; >M7klf--7- b U ^A^rt^flbtU,, 

>; ^ Aco^ste^mt Ltii, eoAtf, j^m* u a, j^mTk** i ; ^A 

^v^A, j^m^^^v^A, ^ffc-T^v^A, tKM^^^v^A, y* 
j&t: Kn*;Hf^ h [Mg 6 A 1 2 (OH) 16 -C0 3 - 4H 2 0] idXXfyK 

mtr^^i- • ^^^v^A. 0jL<(i, ira-vny-^A, ^m^^^ 

v^A, Mlfc^^v^A, TKmft^y'^v^A^^Wb^^o ft^^v^A 
[0 0 5 3] 

m mm] i:tt(±, ^JxJf, HE&ffflz^ 7^a-;W ?u\sv> W 
[0 0 5 4] 

m mmitm atii, wx.tt xtt^h-jx^^-^t^, ^«y'j 

(i\ ^'jerji/7;i/3-;K ^'jif-^ifD'jKv, *;^*+y^f;v*;vn- 



tBliE#2 0 03-3056688 



002-175086 ^ ^- v : 43/ 

m nt^jj tuit ^ijx:^ v >m&. %mn, §mm, ?z->w&m<r> 

[0 0 5 5] 

m r^^JJ tLtii, #0x.J£, /^**v^m#m-^*-r>Mg. ^no^ 
/-;W ^>y^7;V3-;K 7x^fjV7^3-jK r'fc Kn^E v;vtf> 

[0 0 5 6] 

m r*fe^JJ tLXli, 0Jx.tf, JCffiftfeS^ JtJ»fe2-5|-, &ffilffe2-S§- 

m rtj-^jj tim mx-is, ^•y* , ;>^-> , ;^^> .y*)*-A'V*->-* 
ig rm^ajj fcL-m, ^ax.^> (* 7 x^^>m) ^ are*. 

m r«=*ki tLxa, &j&m&£v^m®)<7)^-ftixi>i<, v*> 

[0 0 5 7] 

g#<2r^n<7)7j^^^v\ ^Rtf, JStt&fck Dm£<J> 

tfzteftmmn±mmikzmuLxj±mmzL, 



fcBIE# 2003-3056688 



#12 002-175086 



44/ 



[0 0 5 8] 

|§ B B H -t n - * is J: tFILft £ + & m £ , <0\ (I) t tz i±Z (DtM.& 

x izx*) mm^mmm.xww. t . £ h K^m^^-i-^^MM xms. t 
, %h*itzmitw i im\titm,&L, mz-tz-xmzx^xmik-r&zttfxz 

[0 0 5 9] 

±IS \mm^M.m\ tUlt Mill ^n-X7-t7-f7^W-K 
CAP), t Kn^yyntf;i/^f;H:;vn-^7^l/- h> tKnify^f^ 

MEudragit) L3 0D-5 5 (j&ip a n£ ; \s-M±Wk) , ^'Jn-fMAE 
3 0 D P (ffi&& ; B A S FttM) , #U*yKPA3 0 OSiSifc ; =#ffcj&1±» 

M ; * ?T?V fr$£2<1t1ki$ Ci^flxd K5^y hNE 3 0 D , 
K?^r9 h RL 3 0D > *>f Y?*?v b R S 3 0 D (iSp D p^) ^ 

■) m<r>mmm%i ; ; * >wt v *° y ^ K/^'jn- 

fir Sm-Lrl^ L <*>*$j&* * JB & tt & o 
[0 0 6 0] 

*5c«*Wi'ffc«»> *->^ »tg>*9*V- 
X, xn'J V-frm) . jKhSHr/HJ-;* (flU -tt7^KG 8 0 1, Tlf-fe 
;PPH 10 1, TfcMr^PH 10 2, Tfcf-fe^PH 3 01, 7fcT-fc;VPH 3 
0 2, 7^RC- 5 9 1 (HSft-fe/i'n-;* • a — *-*- h V m 



ffifiE# 2003-3056688 




12 0 0 2-1 7 5 086 



^-->* : 45/ 



. l&B^Jgt: Kn^r'/^D kf;i/-fe;vn-x (flU LH-2 2, LH-32, LH 
-2 3. LH-3 3 (teiSffc^ «*) ) fcitf^tL ^WWbfr 
, $ e> tcjgfB-SJ. W*#k #&&3k itiRjW,-*feaU £5&ffc3k 

[0 0 6 1] 

f£ RffewStt^fl-J £ Ltli, tfiRtf, ftm^J (#Uti\ • 

mmm, $m>*am. ^fno«ii (nsaid) * fc-otfefce«wf *«^»f 

« l~£WJ n/t>*- • enVStt«HtJ £ LTIi, ^-->'; >mt)t 

K^tJt^^SC (W, x'j^n7>fy>, * ? >; * n >f v>-^) „ f f7tO 

V>fctn£i%l9t (flk ffnO'J^ ^^t-f^TA Xf^^^yy 
[0 0 6 2] 



ffiliE#2 003-3056688 



mm 2 0 0 2- 1 7 5 0 8 6 ^ ^- V I 46/ 



[0 0 6 3] 

art:, ##^J^J:O f «^J*^ifT^^*$ibC#t<^i-^^\ -ti 
h Itt&W £ mfct 2> & <n -C li & v \, 

1 H — NMR(i> Varian Gemini-200 if:tiMe r c u r y 
-3 0 0 fcffiv>T«05£U CDC 1 3 % DMSO-c^ CD 3 OD£j#S£ t 
TfflV\ MliOf F5^f ^V7>^?)<7)t^^y7 b ^ (ppm) £t^L 

s ! y'/^V-; h 

t : h'jrvyh 

q I *;P-r y h 

m I t;V^--7°P -y h 

br : 7*0 - K 

bs I 7D- Fy>7*l/7 h 

bm I 7*n - Kv^fyi/ -y b 

J : 

[0 0 6 4] 

##00 1 
Hfc2 9] 



ffigE# 2003-3056688 



S&m 2 0 0 2- 1 7 5 0 8 6 _ ^- v : 47/ 



2 - 1: Kn^yxffl/ *M5^St e r t-W 

2- (>fJV7^) jr.?/-;!/ (3 0. 0 4 g) fcBW^*-^ (9 0mL) (O 

m&yg^-fotitT, ten -yf-^ (8 7. 3 0 g) tuss^^u ( 

1 OmL) <DU&®*ffiTLtZo m&X«2m*mffi%L, «)±IIL/: 0 Wmty* 
tir&^A' (1 5 OmL) K?#J!£U tK ( 1 0 OmL) T*^?#-f^ fe7K«fEK*7^ 
^->^A-C««feL^« Mm^SIL> Mttfrtt (6 6. 1 9 g) 

1 H-NMR (CDC 1 3 ) I 1. 47 (9H, s), 2. 92 (3H, s), 
3. 40 (2H, t, J = 5. 1Hz) , 3. 7 2-3. 8 0 (2H, m) . 

10 0 6 5] 
##®!2 
lit 3 0] 

HCI 



2- (>if-^7^) -x^V 

2- (^f^7^) (1. 5 0 g) tW&z-f-fi' (2 OmL) <7)rS 

^HtK^-T, t e r t --T*f-fr (4. 3 7 g) £«jL7to *ftT 

> 1. 5B#m«m^> mmm{2. 0 8mLK &)V> (1. 7 8mL) , 4 
-y^W^e'Jy> (0. 12g) Lfco 2 I$m3fc&& K 
JSfcKMfcJC.*-/!/ (5 OmL) ^iDi> tK (5 OmL) „ 5%*^>Wtt&fo ( 
5 0 m L ) „ fifttfttt* ( 5 0 m L ) -C«fci£ L tz 0 fa-XtiESt* ? * A Tftjlfe 

«JE*ISL^o 5*9W^4Nffift**-ftlK^^»* (2 OmL) £3JD;L 

> S^2f|^t^o ^xf^x-f;V ( 1 OmL) ZmnLX, tfr&LX 
v^@#4ritUtL7to «ffiTte*U W&fc&to (2. 9 3 g) *fife@{*tt 

iH-NMR (DMS0-d6) : 2. 07 (3H, s) , 2. 53 (3H, s 
), 3. 12-3. 17 (2H, m) , 4. 24-4. 30 (2H, m), 9. 
2 9 (2 H, b r) . 



f±liiE# 2003-30566 88 




2002-17508 6 



^-v: 48/ 



[0 0 6 6] 




##M 1 T'^ h fitz v-x^-;W *M5/f tert-r 

^ (1. 7 5 g) hlfc&J.^l' (15mL) <7>?.&^*C h 'J if/l'T ^ > (1 
. 6 7mL) &«Lfc?&> h'J^f^7-tf;^nV 3 5mL)tSi 

(5mL) Ofl^^^TL/io ^-e2B#^^m^ tf' ; v> (1. 6 
2mL) £8siDU M^H-M^Lt^o KfcWLKmm^fr (5 0mL) Z1m 
A, Tic (5 OmL) , 5%?3->m.im$L (5 OmL) . l&fQ^zR (5 OmL 

TK^-i^m^^^^ (lOmD *v»t/io m.7^2mmmw^ 

^—f)V (lOmL) *m\\\^X^ ^ffiLTv>&|g-f££*ilj£L£o z^JET^b 
^ Ilj^tl (1. 6 5g) ^fi-feia^i: LT^Tto 

1 H-NMR (DMSO-d 6 ) I 1. 18 (9H, s) , 2. 56 (3H, s 
), 3. 17 (2H, t, J = 10. 5Hz), 4. 22-4. 28 (2H, m 
) , 9. 19 (2H, b r) . 
[0 0 6 7] 



2- (^f-;v7^/) i/?u^*^yjj fr^Zc'sV-Yi&WM. 

(1. 7 5 g) tnm^fr (2 OmL) (DS^!|l:t:')y> (0. 9 7m 



##®!4 
[tt3 2] 



HCI 



X) 
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12 0 0 2- 1 75086 



49/ 



L) . 4-vVW5/li'Jy> (tttt*) **BJnLfc^ v?n^*^># 
;W-H^^n'jK(l. 6 0mL)iiTU« 1ST* 2 B#ra«*H&* tf 'J v > ( 
0. 6 5mL) . y^DAift>*;i/^;V^D'J K (0. 5 8mL) *rift*Dt 
, m^-C^^^^tTto RJfciftfcll***-* (5 OmL) fcflPx.. tK (5 OmL 
) , 5 % ^ J- ^m^mfe (5 OmL) > l&fO^m* (5 OmL) T-ife&L, *StK 

« (1 O mL) «r«iDLfco mia-e2NFW»#^ 5;xf^x-fA' (10m 

D tiijntr, faiL-cv^iMiiL^ »ET<e#L, *»ffc#» (1 

. 8 8g) 4refeH#iLTHfc, 

1H-NMR (DMSO-d6) : 1. 10-1. 45 (5H, m) , 1. 54 
- 1 . 73 (3 H, m) , 1. 83-1. 93 (2 H, m) , 2 . 29-2. 4 
2 (1H, m) , 2. 54 (3H, s) , 3. 12-3. 18 (2H, m) , 4 
. 23-4. 29 (2 H, m) , 9. 23 (2 H, br). 

[ O 0 6 8] 
##1?H5 
[lb 3 3 ] 



2- (^^;V7^/) xfji/ s<l'Vx--YWk J & 

2- {*^-)^~T X 7 ) jc^y-;l/ (3 0. 0 4 g) fclfcafe^fl' (9 OmL) <7) 
?IB-^^7K<^nr. r^y- t e r t (8 7. 3 0 g)- tWpWt^^ ( 

1 0 m L ) CO M^tl £ L 0 1 Bf > V -OK 6 1 . 

8g). (3 8. 8mL) &7jc^T«J Lfco MSl? 1 B#M*#&. @ 

ft^L^o H#*ffi||j.^-ju (10 OmL) -e^L, IftftMSr^t) 
t * ( 1 0 OmL) „ S&fO^Tk (1 0 OmL) X~m&Lfz 0 m^W^-??* 

4Nm<b7Kig— Mfca^^ifiFtS (2 0 OmL) ■«rJnx.^'mfflt?3 O^Watf^Lfc 
0 -7if-;vx- -r^ (1 OOmL) fcasinflfc, l#*»]RLfco HO***-* (i 



J. 



0 



tBliE#2 003-3056688 
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^-v: 50/ 



0 OmL) T-2mm&Ltzfe, MJET6 OTCt^f L, Wl&tt&m (5 7. 4 g 
) LtWc 0 . 

1 H-NMR (DMSO-d 6 ) I 2. 62 (3H, s) , 3. 32 (2H, m 
), 4. 53 (2H, t, J = 9. 9Hz) , 7. 51-7. 57 (2H, m) 

, 7. 68 (1H, m), 8.11 (2H, d, J=7. 8Hz), 9. 26 ( 

2 H, b s) . 

[0 0 6 9] 
###!I6 
[4fc3 4] 



2- (^f;i/7 5/ ) W 4-p« h ^ v^S > h UW^. 
##^0 1 -Ct#?>tL7t 2 -fc Kn ^yxf;v #;i^5>-^t e r t -7* 

(1. 7 5g) tfm^fr (lOmL) <Dm<k%!)K4-* h^rv^V'f 
;v^n'JK(l. 8 8g), tf'Jy'> (0. 9 7mL) £«I Lfco 1 4 B# 

mmffi&, 4-^h^W^niJK(0. 7 0 gK f'Jy> (0. 97 
mL) *ii*0L, ifit*ll»L/;o KfitCifif^ (8 OmL) 
X., 7X (2 OmL) . Sk^m**^ h (2 OmL) > tK (2 Om 

(i omL) . ^»»u A^mtim-mk^imm. d omn 

L£o MS-eiBfTO#^ (2 OmL) Sr«nLT, *f W L 

X\<*2>mfo*M®LLtZo WfWL^^ (1 5mL) t? 2 Hift^L*:^ MET 6 0 

r-eig^L, wmft&m (i. 9 9 g ) *d-fe@#^t-rt#^ 0 

1 H — NMR (DMSO-d6) : 2. 62 (3H, s) , 3. 32 (2H, m 
), 4. 48 (2H, t, J = 5. 0Hz) , 7. 07 (2H, d, J =8. 7 
Hz) , 8. 06 (2H, d, J = 8. 7Hz) , 9. 04 (2H, bs) . 
[0 0 7 0] 



HCI 




###9 7 



t±liE# 2003-3056688 
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51/ 



Mb 3 5] 




(l. 7 5 g) (lOmL) otitic 3 - 9 u u^o ;v 

*n*;K(l. 9 2gh tf'Jy> (0. 97mL) ^iS0L/: o liatl^ 
mi> 6 01Cf6^«ff^c MCftiif^ (8 0mL) fcifllx^ 7K ( 

2 omD , mrnvm^mi- v y v^mm. (2 omu , * (2 omD -cr* 
iiifiHi (1 omD zmnLtzo 2mmmffi&, yxf;vi- 

(1 5mL) £»LT, ^ffi LTV>&@#£iiiP[L£o g£M^^ (1 5 
ml) X~2®m&Ltz'&, «ET6 ort^iU UMlfc^ (2. 0 1 g) £ 

1 H — NMR (DMSO-d 6 ) -2. 63 (3H, s) , 3. 32 (2H, m 
), 4. 53 (2H, t, J = 4. 9Hz), 7. 60 (1H, t, J = 8. 0 
Hz), 7. 78 (1H, d, J = 8. 0Hz), 8. 05 (1 H, d, J=8 
. 0Hz) , 8. 15(1 H, s) , 9. 0 7 (2H, bs). 
[0 0 7 1] 



2- (^f;U75/) 3, 4 -y7J^D^>7x- h:fflgft£ 

1 Ti#£*i£: 2 -fc KD^rvJi-f-;V U^;v) *JV/^ >It e r t-7 
(1. 7 5 g) tl^-x^ (lOmL) orl^l33, 4-y'7;Ptn^ 
>7^;^n'JK(l. 77gK tfV^> (0. 97mL) *ttL/: 0 li^t 



##M8 
[ft 3 6] 




tflliE# 2003-3056688 




2002-17 508 6 



^-->* : 52/ 



3HIW«m RJES«tC*»:r.f-^ (8 OmL) £r*nx.> tK (2 OmL) , &ft 
&BfcfcHS:f- h V *Ajjt»iK (2 OmL) „ tK (2 OmL) T'^L, *7Kfi£m^ 

i OmL) **iwLfco sa-e4i*Ba*m, «ffiaMsu^o nm^tm^ 

)V ( 1 5mL) "CifcitM^ ^JET6 Ot:«L, ««<b£% (2. 0 5 g) * 

1H-NMR (DMSO-d 6 ) : 2. 62 (3H, s) , 3. 32 (2H, m 
), 4. 53 (2H, t, J=5. 0Hz), 7. 64 (1 H, m) , 8. 00 

(1 H, m) , 8. 2 5 (1 H, m) , 9. 2 5 ( 2 H, b s) . 
[0 0 7 2] 
##^J 9 

Mb 3 7] 



2- (^f-^7U) 4-h'J7^tD^ h^y^>'/x-Mi^ 

##^Jl-C#«b*L£:2 -fc Kn^fyxf;!/ (^;w) *M^|tert-y 
(1. 3 0 g) ill^x-^^ (lOmL) <Di&&$0\Z4 - h 'J 7)V*X1* Y 
^^Hn'JKd. 8 3g), t:'Jy> (0. 7 2mL) £«lL£o 
6 0°Ct?2 5B#K*f£Lfc«, ^lC»f^ (6 OmL) *JDi> tK (3 0 
mL) , fkm^Mymi-y) VAfrmfo (20mL) , tK (2 OmL) T'^L 

j-^^mfc (i omD zmnLtzo mm-ci 4. 5&?mmm&. m.s.mmLtz 

0 Wmm^tm^)^ (1 5mL) -e2HI^L7^m. «HT6 0TCT«L^ 
HSft^tJ (1- 83 g) ?:fife@#i:Lt#^o 

1 H — NMR (DMSO-d q) I 2. 63 (3H, s), 3. 31 (2 H, m 
), 4. 54 (2H, t, J=4. 9Hz) , 7. 55 (2H, d, J = 8. 5 
Hz) , 8. 24 (2H, d, J=8. 5Hz), 9. 02 (2H, bs). 

[0 0 7 3] 
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^-v: 53/ 



#^-f?«i 1 0 

[fb3 8] 




#^■#11 1 -et#^tL^ 2 -fc Kn^yxf;v *iW^^|tert-7 
(1. 7 5 g) ti®xf;i/ (lOmL) (0S^iii:4 -7^tn^^y^ 
K(l. 7 4g), \£W> (0. 9 7mL) »t/c 0 ifit6. 5 

mmmw^fzo mi&mKmm^fr (somu *jnx., #. oomD > iafp 

^m^K^"^- h V V&TkmWL (3 0mL) , tK (3 0mL) , (3 0m 

ft/fc^St— M*-*-*-*** (1 OmL) SrittLfco MST? 1 B#lffl**Nfe, tfiBL 
T\/^S^*aW5lL7to ftife^f-^ (1 5mL) T* 2 Effect £^ iJ±T6 0 

r-e^^u. MMb6tt (i. 8 9 g ) ^ewat#/;o 

1 H— IsTMR (DMS0-d6) : 2. 62 (3H, s), 3. 32 (2H, m 
) , A. 5 2 (2H, t, J=4. 9Hz) , 7. 3 4-7. 4 4 (2 H, m) 
, 8. 16—8. 24 (2 H, m) , 9. 18 (2 H, bs). 
I O 0 7 4] 
1 1 
[it 3 9] 



2— 3, 4, 5 - h »; ;* h+^^/x- hi^^it 

##^J 1 -et#f>tL7t 2 - Kn^yxf^V *JW^>ftert-y 
l-fr (1. 7 5 g) fciixf;v (lOmL) ^fC3, 4, 5-hV^h 
^r>>^^ V*-f )V?uV K(2. 5 4gh tf V'>*> (0. 9 7mL) £$=inL£ 0 




ffiSE# 2003-3056688 



mm.2 LO 02-175086 ^ ^-v : 54/ 



6 OTCtl 4«fW*^. 3, 4, 5-PJ^f*W/'fHniJK(l. 
3 0 g), feTy v> (0. 9 7mL) „ ftBJJt^-H/ (1 OmL) fciiiDL, 6 0 
•CC2 4B#r H m#t^ 0 RM^li^t. ttifcfcBI**-*-* (50mL) , 7K ( 
3 OmL) ZmuLtio ftSE^>W»«r 1 NttBft (3 OmL) , tK (3 

OmL) > fifigMH (I I) (3 OmL) . * (3 OmL) , fi&^P^ffi*. ( 

3 0 m L ) -Cgfe^ L . * > * A -Ct£* L £:<, «EE«Hi&, 

y'j fiffrii^ A^n-r h ^77 -r - : l : it?jS'ffl) 

T?«MRLfco 3»^%^4N^k7K#-^m^^^?#^ (lOmL) Sr^DLfco 
M-C4«p|RMJH^, *Eifc*Lfco (10mL) ZDUz-. ^EE?l*iL 

fco i§H^IifJK:|S^, mftZWDLLtio WMLX-** (1 5mL) 
■CttifrLfclk «EETf£«L, aCSffc^ (1. 79g) tfifelftfcU^ 

o 

1 H-NMR (DMSO-d e)' -2. 61 (3 H, s) , 3. 28-3. 35 
(2H, m) , 3. 74 (3H, s) , 3. 87 (6H, s) , 4. 48-4. 
54 (2H, m) , 7. 40 (2H, s) , 9. 43 (2H, br) . 
[0 0 7 51 
12. 
[it 4 0] 



2- (^f;v7^) Jif-^ 2 -try y'v^mvP- ittKiB 

1 -CWhfttz 2 - 1 KnipyxfjV ^j^T/^tert-7 
(l. 75g), 2 -try v^tf^TK-^cn; KaMKS (2. 6 7 g) . 
fc?yv*> (1. 2 1mL) W-yVW^lf'JyV (0. 1 2 2 g) O 
f f7tKP777l$ (lOOmL) MT, ftjxf;V7 5> (2. 0 
9mL) fcjftTU Mi&X'6f%mfflftLfz 0 fiLl&mzfr (2 0 OmL) -SriP^S^- 
(1 5 OmL) -eftaJL/co 5 %%&£FI (II) (1 0 

OmL) > 7K (100m L) S^iSJBJA**. (1 0 OmL) -em&ifcfrL* 
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#M2J> 02-175086 ^ ^ : 55/ 



M^O 02-175086 ^ 



WMi- h U«> W3E9*Lfco 59Hm*SfcB*J^l' (5 0mL) . ^ 
(lOOmL) fc»»L. 4N^b7K^-^m^^^ (15mL) 

fcira*.. miar*iPtr B m^t^o ^ftBLrv^@#:«r^L, if*^^ d o 

OmL) X'2Uffi&Ltz1k, MEET 6 0 tt« L, HS'fb^ (1. 0 8 g) 

1 H-NMR (DMSO-d 6 ) :2. 62 (3H, t, J=5. 4Hz), 3 
. 35 (2 H, m) , 4. 63 (2H, t, J = 5. 0Hz), 5. 26 (1H 
, bs) , 7. 7 7- 7. 8 4 (1 H, m) , 8. 14-8. 18 ( 1 H, m) 
, 8. 3 6 -8. 4 0 (1 H, m) , 8. 7 0-8. 9 0 (1 H, m) , 9 . 4 
8 (2H, b r) . 
[0 0 7 6] 
1 3 
Ut4 1] 



He 



2- (^f;VT^) xf;v ^^y7-tf-h 

##0H1 -e*#f>*L£2 -V2 FnJpyxf;v #;w*5>^t e r t - ^ 

*f-)V (1. 7 5 g) tS^^.^^ (lOmL) Orl^tJ^^ ^v7W? ^ 
>JK(1. 2 0gh k''Jy> (0. 9 7mL) ^i^ntTto ^-C3B#F^#m 
^ KBm^mk^)^ (7 OmL) Tfc (2 OmL) , l&fn^7X*i- h 

U^AtK^ (2 OmL) > (2 OmL) *C^?#-L, &7«$r7^*v'y-^ ~C 

nmLtio mj£wm&, nmm^wm^^ (5mD £?g#L, 4N^'fk7X« 
(lOmD ^^jntfco mMx~immm&&, Mii^ 

0 ^^tw7jc (6 OmL) i:yxfjvx-f;l/ (3 OmL) fcflnx^ ^WLtz^ 

4 OmL) -e2ini*mL^o mk^^m *m&wmyr* 

£E«L, $S&ffc-£«& (1. 0 0g) 4rftHifllI3R«fcLT»^:o 

1 H-NMR (CDC 1 3 ) :2. 4 0(1 H, bs), 3. 06 (3H, s) 

, 3. 44 (3H, s) , 3. 57 (2H, t, J=5. 1Hz) , 3. 75 — 



tBIE# 2003-3056 688 



#12 0 0 2 - 1 7 5 0 8 6 A ^- v I 56/ 



1^ 



3. 8 2 (2 H, m) , 4. 1 3 (2 H, s) 
[0 0 7 7] 
1 4 
Hb4 2] 



HCI 



##Mlt?#ibtL/c2-li KD^yxf;V *;Wt5>itert-r 
f-* (1. 7 5 g) tWpWt^-f-^ (2 0mL) cOrS^l'^Uv^ (0. 9 7m 
L) , A-V*f-)VT^;y^)Vy OWA) ^muLfcfe, ^nn^xf^ 
(1.2 5mL)^?STt7to m%L~?%mmWl^7-c&. WWL^fr (5 0mL) £ 
t)Dx., 7K (5 0mL) , 5%*Jc>B&k?£ifc (5 0mL) . I&IWItK (5 0m 
L) -e^L, mi^W^^^^^^^Ml^^o MJE^m. ^tJlC4N^ 
'fbTK^-I^m^^^W (1 OmL) *aL/; 0 lfi-C2iFlim v^f" 
;vx-f^ (1 OmL) £?sfcbnL-T, LX^&@f££?f.JDtL£o »±Tf2*l 
U IMflS^ (1. 6 6 g) UXf#7to 

1 H-NMR (DMS0-d6) : 1. 23 (3H, t, J = 7. 1Hz), 2 
. 54 (3H, s) , 3. 16-3. 22 (2H, m) , 4 . 15 (2H, q, 
J = 7. 1Hz) , 4. 3 2-4. 3 7 (2 H, m) , 9 . 2 5 (2H, br) 

[0 0 7 8] 
1 5 
[ft 4 3] 

HCI 

##^JlTi#^tL^:2-t: Kn^fvxfJl' *^T/itert-7 



ffiIE# 2003-3056688 




2 0 0 2 



17 5 0 8 6 



^-v: 57/ 



-f-)^ (3. 5 0 g) tH®xf;v (2 0mL)-Ol^fti:MT> fuujggM 



V -7°t3 fcfMl . 3 5gh kfUv> (1. 9 4mL) £7^iDL£o ?K^T. 3. 
5 B#P^#^ ^nn^v/nn> (1. 8 4 g) SriiflD L, MSt? 2 . 5 
W&mmWLfZo EU^HtK^m^^ (1 2 OmL) fcinx., tR (5 OmL) v jfi 
f n ^liMTfc ( 5 0 m L) "Cifcfr t , i&7K^m-7 ^ * v * A L fc 0 d£JEEftffi& 
. ^^W^NttA^*^*.**-*** (1 OmL) £«Lfco M^2B# 
raSfe^^, *fmtTV^@#$r^L7to Si^f^ (1 5mL) "C«5»Lfe^ 
„ »BET6 OttKfL, (1. 38g) LT#fc 0 

1 H-NMR (DMSO-d 6 ) : 1. 25 (6H, d, J=6. 2Hz) , 2 
. 5 6 (3H, s) , 3. 20 (2H, t, J=5. 1Hz) , 4. 32 (2H 
, t, J = 5. 1Hz), 4. 80 (1 H, m) , 8. 95 (2 H, bs). 
[0 0 7 9] 
1 6 

[ft4 4] 



1 -C#£>*ut: 2 - Kn^yxf^ *^r/ft e r t -~T 

(1. 7 5 g) fcS*^^ (2 OmL) Ojft^iCkfy^> (0. 9 7m 

/Ml. 5 7mL)tiTLfeo i*"C 2 WflHi*!*, tfVv'MO. 65mL) 
% ^no^>^ (1. 2 8mL) SriftUnLfeo 5 HNWWW^ 

"F, fcfij^ (0. 8 1mL) fcitflDL. ??)l^DDM^>y> (1. 4 3 
m L ) (T^m-i-^WM ( 5 m L) £ c> < <9 iT L fco 1ST* 2 &mffiffi£, 
l^^jr.^;v (5 OmL) iJDx., tK (5 OmL) > 5 %?^>m&BWL (5 Om 
L ) ^ ffefDAiBL*. (5 OmL) T~ft&L, ^tetoHST^* 5")ATJ(E»Lfc, ft 
JESfcSlffim. »9^H4Ntt'fb*C*-fti»J-'f-^»« (1 OmL) fc^JPLfco M 
7^.-e2B#TO#^ j;xf^x-f/i. (lOmL) fc^inLT, tttJLtv^H 



no 



HCI 
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mm^^O 2 - 1 7 5 0 8 6 ^ ^- v : 58/ 

fl£*«HRLfco MJETf&felU *ISft^ (1. 9 9g) *efeB#fcLT»fc 

o 

1 H-NMR (DMSO-d 6 ) 12. 55(3 H, s), 3. 21(2 H, t 
, J = 5. 1Hz) , 4. 37 (2H, t, J = 5. 1Hz) , 5. 18 (2H 
, s) , 7. 3 0-7. 5 0 (5H, m) , 9. 07 (2H, br) . 
[0 0 8 0] 
1 7 
[ft 4 5] 

HCI 



2- (j*^JVT3y) J.-f-Zl' -r h Kntf^>-4-^;V htt 
Bfctt 

MM^X (MJ^nn^f;v) (2. 9 7 g) Orh^t Kn79>ift (4 0 
mL) KtWF. (2. 4 3mL) Of >7i:Ko77>»ft (10m 

L) i*TLfc.*»T, 1 0^W«m fb7liKnk t 7>-4-t-;i' ( 
1 . 9 1 g) O-f h 91; F0 7 7>il (2 OmL) £i>9>o < OfftTLfeo Mfi 
-e2B#H«#^ #JE*IBL, (5 0mD fc*. (5 0mL 

) «r*nx.^o mk^-f-^m^sm^ o. 2Nti (2 0mu , mm-kM^ ( 

5 OmL) T?ifeiH£, M^mm^V^^^^X^mLtZo «EE«i»Lr> ^nn 
i^m-r h^t: Kntf7>-4-^ ^ (1. 5 3 g) fcfffco ###IJ 1 xnhfitz 
2-M Kn^yxfjl/ (p<^;v) fc/Wt* >^ t e r t — ( 1 . 4 0 g) 

tf h7kKn77> (2 OmL) Oft'WIlKlf'J (0. 7 8mL) 
Lfcft, ±|BTi#^tL7t^nn^T-h^t: Ko tf 7 >- 4 ^ (1. 5 3g 
) <7)7- KD7 9>»ft (lOmL) *iTU ^S^»««^L^o 

«t*«ffiai»^ 7K (5 OmL) fcinx., SfcBfc^^ (5 OmL) -CfflffiLfco 
5%^^^m*^ (5 OmL) . I&ft&ffi*. (5 OmL) "Ci^U. «StK«« 

7>f- (f^i^;v ; /\^^=4 : 1, iv>t3 : 2t?»ffl) X-ffiMLfz 0 % 
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002-175086 



^ — v: 59/ 



htlfzm&mtit® (2. 0 3g) Jyxfjvx-r;i' (2mL) 4N 

ia<k*^-im^^M (5mL) £i»L£ 0 MMr?3 OfrmfflMk* 
f;vx-f;v (lOmL) ^IilLT> &^m#L£ 0 #rtt» bTV**H#&aPR 
U »ETK«fetT, Wmt&tS (1. 20 g ) *rSfeHflEtLT»fco 
1H-NMR (DMSO-d 6 ) : 1. 5 0- 1. 6 5 (2 H, m) , 1 . 87 
-1. 98 (2H, m) , 2. 54 (3H, s) , 3. 20 (2H, m) , 3. 
4 0-3. 5 0 (2H, m) , 3. 7 4-3. 8 3 (2H, m) , 4. 36 (2 
H, t, J = 5. 1Hz) 4. 72-4. 83 (1 H, m) , 9. 32 ( 2 H 
, b r) . 

[0 0 8 1] 
1 8 
Ht4 6] 



1 -C#£>;M*:2-fc Kn^yxf^ ^A^ltert-y 
(1. 7 5 g) (2 0mL) <Df8A9llz M V v > (1. 6 2m 

L) *«ajDLfe^ ^DD^2-^+vxf;v (2. 7 7 g) OSfc^^V 
gtfft (5mL) £^o< «TU Silt««»ffLfc. 

7K (5 0mL) **Px., Wxf;v (5 0mL) TfflfclJLfco 5 %^x.>®Mt?# 
ifc (5 0mL) > i&f0^l7K (5 0mL) T-ifeifs-U «I*«EB?^ 7 * '> * A 
*Lfco «BE«M8&, SSSf**^^^— jr/U (2mL) \zmffiL, 4NM 
**-»Sfe^^^^fS (5mL) fc*JnLfco 0 53-W«8M£, v^-^-^ 

.x— r>u (l OmL) ^iiPLt, *&£»#Lfco *ftBtrv^H#*»^u> 

«ETl£*feLT\ Slfflft^ (1. 5 6g) ta^ilTfc 
1 H-NMR (DMSO-d 6 ) 12. 54 (3H, s) , 3. 19 (2H, m 
) , 3. 26 (3H, s) , 3. 5 2-3. 5 7 (2H, m) , 4. 20-4. 
25 (2H, m) , 4. 33-4. 39 (2 H, m), 9. 26 (2H, br) 



!-* -d-Si- 



HCI 
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^2 



#12 0 0 2-1 7 5 0 8 6 ^ ^-v : 60/ 

i 



[0 0 8 2] 

###J 1 9 
Hb4 7] 



2- 5 y) J.*y-/l/ (8. 9 1g) tm-W.^ ^ (1 0 OmL) <D 

ZS£$Ul7M£T\ r^iv- t e r t -?*f-n* (2 1. 8 g) £«]L*:o Mffi 
T*3 B t&^^TK ( 1 0 0 m L) "Cgfe^- L . ^tKM^ ^ * v * A "C 

K*L*:o MffiatlSL, UMit^ (19. O g) iife«ltt»ttTftfco 
1 H-NMR (CDC 1 3 ) II. 11 (3H, t, J =7. 0 H z) , 1. 4 
7 (9H, s), 3. 27 (2H, q, J = 7. 0Hz), 3. 37 (2H, t 
, J = 5. 2Hz) , 3. 73 (2H, q, J=5. 2Hz) . 

[0 0 8 3] 
##$J 2 0 
Hfc4 8] 

2- (xf;P7 5/ ) 7-bf - hi&S^. 

1 9-e#^>.tLfc^^;v (2 - H Kn^vxf;>) >^t e r t - 

-T^)V (1. 8 9 g) fcftBfeJt^;v (2 OmL) OfI^%^7KItm( 1 . 0 4 
mLK (0. 8 9mL) , 4-y^^^75/t 1| )v> (0. 061 

g) *^pl/co m%L-?3mmwtm&, wm^^-^ (somD £*dx^ ?k (5 

OmL) , 5%*^>BfckiSifc (5 OmL) > l&fn^TK (5 OmL) "C?$fc$-L 
fxf;mt (1 OmL) fcillx., mMXlV^fUm^tZo tm^fr (l Om 
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^-v: 61/ 



L) N z;x.?-)V3L-7-)V (2 0mL) £t»LT, *ftti LTV^@#:^^Lfc 

o mbet^l, mmft&yj (i. 5 4 g ) z&&®fatLrmz 0 

iH-NMR (DMSO-d6) : 1- 22 (3H, t, 1 = 7. 3 Hz) , 2 
. 07 (3H, s) , 2. 95 (2H, q, J = 7. 3Hz) , 3. 15 (2H 
, t, J=5. 3Hz) , 4. 2 4-4. 3 0 (2H, m) , 9. 17 (2H, 

b r) . 

[0 0 8 4] 

mmw 2 1 

UtA 9] 



2- (-fv^n'^T^) x.9J—)V (10. 0 g) ©7h7^Kn77>I 
tf£ (3 OmL) fc, 3fy- t e r t (2 2. 2 g) £t)D;U ^St? 

lB#ro«#Lfco JKJ&«**E**L.;fcflL JfcTOfc* (1 OOmL) fcira*., 



2 1. 2 1 g) Lt#to 

1 H-NMR (CDC 1 3 ) II. 12 (6 H, d, J = 6. 6Hz), 3. 3 
O (2H, t, J = 5. 0Hz) , 3. 7 1 (2H, t, J = 5. 0Hz) , 3 
. 8 0-4. 3 0 (1 H, m) . 
[0 0 8 5] 

m^M 2 2 

Ut5 0] 




W^WL^J^ (2 0 OmL) t'iltlUco »H*i^»fc*&tfn:fctt*. (1 0 OmL 




2- Jc-f-^ T-t-r-h&Bfcffi 
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#12 002-175086 _ ^-v : 62/ 



###12 1 Ti#^tL7t 2 -fc Kn^yxfA- (^V^nk» fc/w^^ffcte 
r t - (5. Og) <F>"T t>7tFD77 ( 1 5 m L) H kf V v> > ( 

6. OmL) (2. 7 9mL) *iDx.Mi&T 1 8 fl#|ffla£#Lfco R«& 

ffc£«ffiifc»Lfc#U (5 OmL) fcifllx., (10 OmL 

) -ettHlLfco WMtx-*-***: 5 (5 OmL) . ( 

5 OmL) Tflsit^ M*^"*" b U^A^jftU «ESIL/:o Hfc'tufctt 
fe#*^4: 4 Nmt&m ( 1 0 m L ) IzmM L. gffiT? 1 B#K 
«#Lfco *fWL^H#:4ra^L. ^ffiTS^-T* - ^ T% Mmit&® (3. 1 
4 g) Lxmzo 

1 H — NMR (DMSO-d 6 ) • 1 • 2 5 (6H, d, J = 6 . 6Hz) , 2 
. 08 (3H, s) , 3. 10-3. 40 (3H, m) , 4 . 2 9 (2H, t, 
J = 6. OHz) , 9. 11 (2H, b r) . 
[0 0 8 6] 
2 3 
lit 5 1] 



CH, HC1 



###!)2 1 *t£ 2 - n Fn^yxf;v (>f v/n fc?;v) ^wU^Bfet e 
r t (5. 0 g) ©f h9t Kn75>»* (1 5mL) Kb? 1 ; v> ( 
6. OmL) ^nn^ixf;v (2. 8 1mL) *ifll££i&^ 1 8B#IHJtE#L 
/Co JE*&**:«EaM8L/S^ W&m\Zi£. (5 OmL) &#nx.. 11*^ ^ (1 

oomD -e^ajLTto BWt^^m* 5%?*->m.7kmwi. (50mD > mm 

^ilTK (5 OmL) X~mm&, h*)*J>-r?&tikLs WEiftffiLfco % 

btltzm&fo&M*4ll&ik7km-&W.^)^U (lOmL) t:iit> 

(3. 3 4g) ^@#iLT#fc, 

1 H — NMR (DMSO-d 6 ) II. 2 0- 1. 3 0 (9H, m) , 3. 10 
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W&2 002-175086 ^ ^ — : 63/ 



-3. 40 (3H, m) , 4. 17 (2H, q, J = 7. 4Hz) , 4. 3 7 ( 
2H, t, J = 5. 6Hz) , 9. 13 (2H, b r) . 
[0 0 8 7] 
2 4 
Hfc5 2] 



9 



y^nA^y;v (2-tKn#yif^) #;W\*^>g£t e r t — T^V' 

2 _ (y^DA^y;V7^) x^y-^ (14. 3 g) <D^?J-)VmWL (2 

0 OmL) \Z % 3fy- t e r t -T^/l/ (2 1. 8 g) fcS&TLfco ^S^C 
2BW«m WBEjftWUTto (2 0 OmL) £**L^ tK 

(lOOmL) R&f&KlfC&fr (lOOmL) T*?5fe^> ^TR^m^ h'^Atf 
*g«fcLfco'«ffi»»U IWttffrfrW (2 4. 2g) ^IfeMfcttH^o 

1 H-NMR (CDC 1 3 ) II. 2 6- 1, 39 (4H, m) , 1. 47 (9 
H, s), 1. 6 1-1. 81 (6 H, m) , 3. 30-3. 40 (2 H, m) 

, 3. 69 (2H, t, J=5. 4Hz) , 3. 6 6-3. 9 0 (2 H, b r) 

[0 0 8 8] 
2 5 
lit 5 3] 



2- (y^DA^y;V7U) T-te-r- 

##^fl 2 4 £ frfc v * DA^.y ;i/ ( 2 - 1 K n * v jc-^;v) * * >^ 
t e r t -"7*- /I/ (2. 4 3 g) «f h ^ H Kn77« (5 OmL) 
T, f'Jy^ (1. 0 5mL),i*»Sl(l. 2 3 m L) 4 - -f- )VT 

bfu v*> (o. 122 g ) £flnx., li&-ei 2«FWai#L^o SJ&fBLKWm 
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^- V : 64/ 



(lOOmL) fctJDx., mn$m*M1-yV *^*m®. (lOOraD , 

5%%mm (id doomD Rxf&m&&& doomD -cm& 

ffifrtk. My^MMi-V) ->at«u afcJEaM&Lfco WSVaZmfcx-'f-fr (1 

5mL) i:ML, 4Nia^b7K^— MR^'f-JI'i&ifc (1 5raL) £«]L£o M 
?ST- 3 B#TO ML y^vynif;Px-f;l' (2 0mL) fcifll*., tffittLT>»* 
mfc*miir2>Z.tK£iO. mmik&M (l. 7 8g) £Sfe@#t LTt#7to 
1 H-NMR (DMS0-d6) 0 5-2. 0 3 ( 1 0 H, m) , 2 . 0 

7 (3H, s), 2. 90-3. 10 (1 H, m) , 3. 17 (2H, t, J = 
5. 2Hz) , 4. 29 (2H, t, J=5. 2Hz) , 9. 19 (2H, br 
) . 

[0 0 8 9] 
2 6 
[ft 5 4] 



##W2 4-C^<btL7t->^n^^r~>;i/ (2-HKD + yxf;l/) #;w^^t 
e r t--/^;V (2. 4 3 g) <7)7^ h 9 t: Kn77« (5 OmL) K7K<£T 
, (1. 4 5mL), ^on^m^^^V (1. 7 1mL) &£>*4-v.?< 

•f-;VT^ / v> (0. 1 2 2 g) ^inx.> 5mmmWLfz 0 Kfc$L 

KWm.^)^ (1 OOmL) £#nx_> l&fn^TK*^ h 'J f7 A 7fc?#?l£ (10 0m 
L) . 5%«iBl (II) (10 OmL) . tK ( 1 0 OmL) RZ/mUlk 

mtk do omL) x»m>xmm&. & 7 «mf-b v^a^^l, meeml^ 

o ~%mm i kW$L3-^*' (1 5mL) KfltFfllL. 4 N^fcTkfg-S^^^Wtffc ( 
15mL) ZfatoLtzo ISt3fl#FI«, V "/n fc?;Wc—r;V (2 0m 
L) ffflttv^SMWt^- tic J: HMfc^tJ (2. 12g 

) ^awtLtn^o 

iH-NMR (DMSO-d6) : 1. 01-2. 08 (10H, m) , 1 . 2 




tiiiE#2 003-3056688 




2002-175086 



65/ 



3 (3H, t, J=7. 0Hz) , 2. 90-3. 10 (1H, m), 3 . 2 1 
(2H, t, J = 5. 2Hz), 4. 16 (2H, q, J=7. OHz), 4. 

39 (2H, t, J = 5. 2Hz) , 9. 27 (2H, br) . 
[0 0 9 0] 

###!] 2 7 
Mb 5 5] 



2 -T— 1 ; y -x^;u 7-tt- htaMa 

2 — T— U / ^ — ^ (137g) Of >9t Kn-7 9>#ifc (7 0 0mL) 
lC7K^T"Ceyv> (9 7. lmL) , i*S®.(113. 2mL) RtM-^ 
^f;V7^y fc°Uv> (12. 2 2 g) *Snx.> 0B#KN£#L£o 

ift£H*£f>u (il) £2jn;U tK (ilk ma^M^mi- > u^a*»S9[ ( 

1 L) „ 5%^m^ (ID TMSifc (1 L) ZtlFISfnfcffi*. (1 L) TM$.ffi& 

(7 0 0mL) fcifcfciattfrT* 4 NttL<k**-»BlJ.f- (2 5 0mL) £ 
tJDx., ^mLfcH#*«fflfc-*-&£i:fc.£ *K WAitG® (15 6g) fcSfeHtt 

1 H-NMR (C D 3 O D) 12. 11 (3H, s), 3. 71-3. 76 (2 
H, m) , 4. 3 2 -4. 3 7 (2 H, m) , 7. 4 9-7. 6 4 (5H, m) 

[0 0 9 1] 

##1?fl 2 8 
[-0:5 6] 



t e r t-W [2- (^f^T^;) -3-tf;v^] 
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^-v: 66/ 



[2- (^f^r? y) (2g:wo 01/32 

6 5 2 Kffi«<7>;^£-e£-j£) b7tK077 >mWL ( 5 0 m L) KURM^ 
-tert-W (3. 4 8g) S^-^W^e-Jy^ (0. 18 

g) £finx., lBtr^ruLrco re&^i;tJc (3 omL) zuux., wm^^ (5 

OmL) -CttlffiU nhfitz^mM^I^^M^ (5 OmL) XmWik, MikM 

A7n7b^77^ (i^je.^;i- : ✓\^>- = l : 5Ti§m) filt^ct 

«ffl<k^ (1. 5 1 g) *&&mfc£ LX'&tz 0 
1 H — NMR (CDC 1 3 ) : 1. 49 (9H, s) , 3. 02 (3H, d, J 
= 4. 8Hz), 4. 99 (2H, s) , 5. 00 (1H, bs), 6. 55 ( 
1H, dd, J = 7. 0, 5. 0Hz) , 7. 37 (1H, d d, J = 7. 0, 
1. 8 Hz) , 8. 16 (1H, dd, J = 5. 0, 1. 8Hz). 

[0 0 9 2] 

2 9 



2- (^f;V7^) ^>'J}V 

[2- (^f;V75/) ;v] *9J-fr (1. 3 7 g : WO 01/32 

6 5 2 KWMoyfifeX^tiC) f7tKn77 ( 5 0 m L) Ck?Vy> 

(1. 0 5mL) , (1. 23mL) S^-yVW^e'jr/ 

(0. 1 8 g) £3JD;i> Sa-C8«fW«»Lfco RJoiftK:* (1 0 OmL) &Jn 
x_ Sfxf;i/ (1 0 OmL) T'lSffiLfco #1SS £ 5 %fifc&S§ (II) 7ki§fl£ 

( 5 0 m L) , l^faR^TM^ h U f7 A7X?#^ ( 5 0 m L) , I^Q^ItK ( 5 0 

m l ) x*m&.mm&, ft&faKsw- fv^a -ce* l> $£«*afcffi@* l£ 0 # s> 

77 y ay 'J *^*7 A ^ n7 h ^9 7 < - (f^^x.^;v : ^\ 
*•*)•>= i : 5, i^ti : 3t?aiffl) T-f&$£1-£- 0, WBft^ (o 



Mb 5 7 ] 
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. 3 8 g) ^fife@^lt#fco 

1H-NMR (CDC 1 3) I 2. 08 (3H, s), 2. 87 (3H, s) , 
4. 40 (1H, br), 5. 08 (2H, s), 6. 64-6. 74 (2 H, 
m) , 7. 17-7. 3 2 (2 H, m) . 

[0 0 9 3] 
##®J 3 0 

[flS5 8] 

0 „ 0 

HC1 



2- [ (2 -T-fe^^^-^v^^^) -x.^;u T-t-r- hMBM 

2, 2' -^/yx^y-iV (2. 1 0 g) hSt^^ (2 0mL) Ofl^ 
tHC7K<$T\ ZRlv- t e r t-7^;V (4. 3 7 g) fc&SnLfco *5§-T\ 
1. 5mmmft&. teftEm(2. 08mL), kf'Jv> (l. 7 8mL), 4- 
y^f;V75yk?Vy> (0. 1 2 g) £«fcbD Ltz Q M^X* 2 VZmti&k. J&lfc 
iBLKWmx-Tfr (5 0mL) £#P;U 7K (5 0mL) > 5 (5 
OmL) . gfrfn&ilTR (5 0mL) T?flc»Lfco 3$7K«^ ^ * *> * A -C$£**1jfe 
, «JE«M8Lfco 5$S®K4N£ft7k*-61^^JW&fc (2 OmL) ££n^ 
lffl-C2HRia^L^o yxf^x-fA' (lOmL) fttitTV^ 
ZmfcZmMLtZo «BET*S*U (6. 1 8 g) LT 

1H-NMR (DMSO-d 6 ) : 2. 07 (6H, s) , 3. 23 (4H, t 
, J = 5. 3Hz), 4. 27-4. 33 (4H, m), 9. 40 (2H, br 
) • 

[0 0 9 4] 

###0 3 1 
Mb 5 9] 
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^-v: 68/ 



(S) -2-tfn»JS>— /1>*^->U 7*7— h^^ia 

(.S) -2-tfnU */->l,**y (1. 0 1 g) tftS?J-^^ (lOmL) 

0^t/^?K^T> -^v- t e r t-^;V (2. 1 8 g) *miMLtz 0 7jt 
?^T, lB#K«#ffe* &*Bt«(l. 04mL), fc e 'Jv> (0. 8 9mL) . 4 
-y^W^e'Jy^ (0. 0 6 1 g) fci^&D Ltz 0 MM^ 1 IflM, 
SJ£«ttwftBlJ.f-^ (5 0mL) *1mz., Tfc (5 0mL) . 5 %9^>Wti$&i& 

(5 OmL) , ma&£& (5 O mL) Tifc^Lfco M^MM^ V * v ^ 
WESMtLfco 5fttfW£4 Nj&ffcTfcff-Sfcm^^iM (1 OmL) 
x., ^ia-ClB#M*#Lfco yxf^x-f^ (1 OmL) ^iiDLt, *f ffi L 
Tv^@#:^zi^L/Co «ET$£»L. ^S^% (1. 6 8 g) 

1H-NMR (DMSO-d6> 1. 56-2. 10 (4H, m) , 2. 06 
(3H, s) , 3. 0 5-3. 2 4 (2H, m) , 3. 6 3-3. 6 8 (1 H, 
m), 4. 15 (1H, dd, J = 1 1. 8, 8. 1 Hz) , 4. 26 (1H, 
dd, J = 1 1. 8, 4. 1Hz) , 9. 21 (1H, br), 9. 87 (1H 
, br). 

[0 0 9 5] 



2- [>^;v [ [ (R) -2- [ [ [3-^7^-4- (2, 2, 2-H;/7;v 

v*-;v- l --T;v] T^y] T-fer— h 

»^ (h'J^nn^f;V) (0. 5 0g) Of b7t Kn77>il (30 



me o] 
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mL) IC7K^T, (0. 4 0mL) «7f7tKD77>M (lmL 

) ^iTL/Co tM£T\ 3 055^313^ ##^!l2T'#f>tL7v:2- (^f^75 
y) T-tf-Y-mmm. (0. 7 7g) £ri&!jnL£o h'Jxf-jVT^ ( 

0. 70mL) <7)f h7HKn77>M (lmL) ZffiT'ik. 1ST 1 

WLtz 0 mi±mm&, (somD *mz-. nm^^ csomD 

TrJfttB Ltzo ^m^^m^ma-k^y^ (5 OmL) X-mWik, mikMWL~?7* 
v^AT'^LTto ffi&i&ffiL, h7kKn77> (2 OmL) tcjg 

j^LTCo (R) -2- [ [ [3-^^-4- (2, 2, 2-f'J7^nxl> 
- 2 -tf'; x;V7 -AO -iH-^>X^r/-^ ( 

1. 1 1 g) , h'Jif^T^ (0. 8 4mL) , y tfU v 

> (mmm) £^nL> 6 o'c-cii-^^l^o mj±m^ mmi^k (5 o 

mL) £#nx.> (5 OmL) "CWaiL^o fc^fO^TK 

(5 omL) r*m&&. m*mwL^y*^<5A'?i&mLtzo Mra*^ 

*M&&zs } ) *W7A^n7 (gt^^-^ : ^^-9->= l : i 

^ icv^Ti^m^^^"e^m) tiSL^ ^ ^>^v9 7>^;v77 h ^*^-7 

MfejL^-;w=i : 4, iv^ti : i-ei#ffi) x-mm-tz>ztK£ *K mmft^ ( 

1. 13g) mr ; t;V7 7^ti#i: LT#7to 

1 H-NMR (CDC 1 3 ) 12. 10 (3H, s), 2. 24 (3H, s) , 
3. 09 (3H, bs), 3. 60-4. 00 (2 H, br), 4. 25-4. 
50 (4H, m), 4. 89 (1H, d, J = 1 3 . 3Hz), 5. 05 (1H 
, d, J = 13. 3Hz) , 6. 65 (IK, d, J = 5. 5Hz) , 7. 35 
-7. 51 (3H, m) , 7. 80-7. 90 (1 H, m) , 8. 35 (1H, 
d, J = 5. 5Hz) . 
[0 0 9 6] 
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[ft 6 1] 




0 

0 X-Oi 



2- |>f/V [ [ (R) -2- [ [ [3-^^;V-4- (2, 2, 2-HJ7/I' 

RSifcT;* (h^nn^f;l/) (0. 5 0 g) Of h 9 Ko 7 9 >MM (3 0 
mL) fcfldfrT* WV> (0. 4 0mL) Of f7t Kn7 7>M (lmL 
) *m~TLtz 0 tK^T. lHHim ##0!l3"tM#«b*Ui2- 
) jcf;u h 'J *f ;i/7-bf- httBKffi (0. 9 8 g) £«JLfc 0 h'Jxf* 
(0. 7 OmL) Of f7tKn77>it (lmL) fcaftTlfe* Mi^T* 
««iJpU, «EE**6^ (5 OmL) =£r*Dx.> ftK^f^ (5 0 

mL) -ejftffiLfco I^^f ;Hi 4rl&5ftlJbfi*. (5 OmL) -CSfcifK^ ^7KS6Si 
-7^^v^A-e^L/io «ffi«»L* nm^Vy^Vuy^y (2 OmL 
) K&fllLfco (R) -2- [ [ [3-^f;V-4- (2, 2, 2-hV7)l>* 
njc-h^v) -2-fe? 1 Jv;v] ^f^] x;v7-r-;i/] -lH-^>X^f5r/ 
-/Ml. 1 1 g) > >'Jxf;l'7r/ (0. 8 4mL) „ 
fijyy (0. 0 3 7 g) ZmtoL, 6 or Lfco JftBESMlr^, 
tf^TK (5 OmL) £#P;U i|xf^ (5 OmL) -effilffiL/io IB***-** 
fefifflfttt* (5 OmL) -C^^> «ft*?W^^**>«>A-C*g*Lfco «EE« 
^|^77'r>ay'J*^*7A^n7b^77'f- (7-fe h > I ^ 
3MJ->=1 I 3, iV^t3 : 2-e-^ffl) 7tf>-^V7"n^ 

tcj;l9, ^ffilfc^ (1. 0 1 g) »l#at#to 

1 H-NMR (CDC 1 3 ) : 1. 23 (9H, s) , 2. 2 3 (3H, s), 

3. 08 (3H, bs), 3. 40-4. 30 (2 H, br), 4. 3 0-4. 
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50 (4H, m), 4. 80-5. 20 (2H, br), 6. 64 (1H, d, 
J = 5. 7 Hz) , 7. 35-7. 50 (3 H, m), 7. 78-7. 8 8 (1 
H, m) , 8. 35 (1H, d, J=5. 7Hz) . 
[0 0 9 7] 

%mm 3 

[ft 6 2] 



2- |>f ^ [ [ (R) - 2- [ [ [3-^^-4- (2, 2, 2 - b 'J 
- h 

^flf^ (b'J^nn^f;v) (0. 5 0 g) <Df- h 9 Kn.7 9 (30 
mL) KtK^T, t?Vv> (0. 4 0mL) Ofh5HFn75^S (lrnL 
) ^iTL/; 0 7fc?rr> 3 0^tm ##^4-e#<btL^2- (^^7? 
y) x.<f-)]/ y^nA^>*;wt*^yU- h*figfe& (1. 1 1 g) £?^7JnL^*: 
0 >i]xf;V7^ (0. 7 OmL) (Of h v t: KD7 5>M ( 1 m L ) 

rt, is-ciPi^L?to m±mm^ msmtt (somD iin^ » 

(5 OmL) tatHLt f»^f-;Wf Srf&fn&i&Tfc (5 OmL ) ~C$c 

9> (2 OmL) Hv#lifL/io (R) -2- [ [ [3-*^-4- (2 , -2, 
2 - )> 7)V*ux. Y ^fy) -2 -fcf 1 ; x;v"7 — 1 H- 

(1. 1 1 g) > h y xf;V7 5 > (0. 8 4mL) ^ 4- 
y^W^f'JyV ( 0 . 0 3 7 g) Sr^D U 6 0 ICT****** U 7tr 0 « 
Eft«^ JSWJtofcjJc (5 OmL) Srftlx., HSfcJ^l' (5 OmL) -CjtfrfcBU*: 
0 I^m^f^®^»^7jc (5 OmL) -e^l^ *&tt*BI^$ r **>* 
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1 



(7-bh>:^t>'=l : 3. i^T3 : 2fiffi) tISSU;, T-feh^- 
V^n^x-f^J: ^ ££if a ftU T-fe h >-v-T 7^nt:;vx-f^^?) 
^H B Ht-^>-^^J: »k WS'fb^ (1. 1 1 g) *ifeHfti:LT^, 
1 H-NMR (CDC 1 3 ) I 1 . 10-1.. 5 5 (5 H, m) , 1. 55-1 
. 82 (3H, m) , 1. 8 4- 1. 9 8 (2H, m) , 2. 23 (3H, s) 
, 2. 2 7-2. 4 0 (1 H, m) , 3. 08 (3H, bs) , 3. 40-4. 
30 (2H, br), 4. 30-4. 50 (4H, m), 4. 80-5. 15 ( 
2H, br), 6. 64 (1H, d, J = 5. 4Hz), 7. 35-7. 48 ( 
3H, m) , 7. 84 (1H, d, J=6. 9Hz) , 8. 34 ( 1 H, d, J 
= 5. 4Hz) . 

[0 0 9 8] 



[ft 6 3] 

Hp-M Hjp 0-n. 




2- |>f ^ [ [ (R) -2 — [ [ [3 -*f;V-4- (2, 2, 2 - h '7 

l -Y>u] r^/] -xf;v ^>v*x-- h 

Ft&fcfx (h u ?nn^f;v) (0. 50g) <7)fh7t Kn7 7>it (30 
mL) ICtK^T. WV> (O. 4 0mL) Of >9liKn79>»« (lmL 

) j^f;u ^^y\x- H^iM (l. 0 8 g) ZmmLtio f'Jif^Tr/ ( 
0. 7 0mL) (Of >7tKn77« (lmL) £$ITf£> MU.-C&0£&ift 
Ltzo ffifci&Mfe, mm^K (5 0mL) (5 0mL) t? 

fi&ffit^o BfsH^f >v«£l&^3ttfcfc (5 OmL) TrSfcifM^ ^tK^cM^^^v 
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^At?|£«Lfco *EE*»U n^W*?- h5tKD79> (20mL) KfllJB 
L£ 0 (R) -2- [ [ [3-^^-4- (2, 2, 2-H)7Hnxh^ 
v) -2-tf'J> ? ;v] x^7^;v] -iH-^>X^r/-;v (l 

. llg) , h'Jif-^7$> (0. 8 4mL) , ^7^ t?'Jy> 

(0. 0 3 7 g) £«IU 6 CC-ClWai^Lfco ^Elit, 5*9Wfc7k ( 
5 0mL) fcflllx., mk^ns (5 0mL) -ClrtffiLfco »BS.x^Wi£&fD£ 
ft*. (5 0mL) •CflsMH*, a^cHSfe** ^ * v ^^T^ L£ 0 WE&ftft, 5§ 

1 : 3, I^T3 : 2-Cv#ffi) -eatKLfco T-fe h>-yxf^x-f^i 

1. 0 9g) ^IWiUH/;o 

1 H-NMR (CDC 1 3 ) :2. 22 (3H, s), 3. 1.2 (3H, bs) 
, 3. 5 0-4. 3 0 (2H, br) , 4. 37 (2H, q, J = 7. 8Hz) 
, 4. 68 (2H, m) , 4. 8 0- 5. 2 0 (2H, br) , 6. 63 (1H 
, d, J=5. 7Hz) , 7. 2 6-7. 4 8 (5H, m) , 7. 53-7. 6 

1 (1H, m) , 7. 82 (1H, d, J = 8. 1Hz) , 8. 04 (2H, d 
, J = 7. 2Hz), 8. 33 (1H, d, j = 5. 7Hz). 
[0 0 9 9] 



2- [ [2- [ [ [3 -^f-;v-4 - (2, 2, 2-b'j7;l/tnx> 

»*x (F'j7nD^f;i/) (0. 9 9 g) Of f7H Kn7 9>»« (3 0 



mm 5 



Mb 6 4] 
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mL) KtR$T\ tf'JV> (0. 8 1mL) WfF7t: Kn7 7>il (2mL 
) «:^TL^o7K^T, 3 O^Hm ##0O5-e#»b*L*:2- (^;UTS 
y) sov'Jt-VmMiM. (2. 1 6 g) £»Lfco h'Jxf;V7 5> 

(1. 3 9mL) <Dt b7t: Kn7 5>#* (2mL) M^T' 1 NfFhI 

m#tfc 0 (10 OmL) t*(10 OmL) 

£*Dx., m#t7to ftH^^^WSr^L, fi&ftftia*. (5 OmL) ^mmk, 

MTmm^^^^^^r^mLfzo WEfeitu m*fh7tKn77> ( 

4 OmL) Wtfco 2- [ [ [3 f-*- 4 - (2, 2, 2-hV7fr* 

(2. 9 0 g) „ h'jxf;i/7^> (2. 2 OmL) , 4-y^f^7$/ 
try v> (0. 0 9 6 g) £^2raU 6 0rT-2B#p H mj$L£o » 

mmKwm^fr o 5 omD ^tk (8 omD ^*pa, *#Lfco 

£ L , ^Tlc ( 5 0 m L ) -e^fe^^ Mt^M^ * >"7 a -cftjft 

aWihia l? N |g«fk^!» (2. 6 2 g) LtH^o 
1 H-NMR (CDC 1 3 ) : 2. 22 (3H, s), 3. 13 (3H, bs) 
, 3. 6 8-3. 9 8 (2 H, b m) , 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 69 (2H, m) , 4. 80-5. 10 (2H, b m) , 6. 64 (1H 
, d, J=5. 7Hz) , 7. 2 7- 7. 4 8 (5H, m) , 7. 59 (1H, 
m) , 7. 83 (1H, m) , 8. 06 (2H, d, J = 6. 0Hz) , 8. 3 

5 (1 H, d, J = 5. 7 H z ) . 

[0 10 0] 
HWJ6 
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[ft 6 5] 




1v 



0-CH, 



0 



2- [ [ (R) -2- [ [ [3-^;V-4- (2, 2, 2-h'J7^ 



j^itfx (b'j^nn^f;l/) (0. 5 8 4 g) Otf5tKn79>jSfl[ (1 
8mL) ^K^T> t 0i ;->'> (0. 4 9mL) Of 1^7 t Kn7 7>f§I ( 1 m 

5/) xf^ 4 h^rv^^Vx- hil^i^ (1 . 4 8 g) £^ftnL7c 0 b 
ijxf^7<> (0. 8 4mL) Of f7t Fn77>i$ (lmL) 
, M^S Ofrffim$LtZo WmmWBM^-m' (8 0mL) tik 

(5 0mL) fcill/U i#lf:o Hl^f ^i^^Hts fi&^ftffiTK (3 0mL 

KD77> (2 5mL) KiMLfco (R) -2- [ [ [3-^^^— 4- (2 
, 2, 2 - h U 7)]s*UzcY*zs) - 2 - tf »; ^ ^-/i/] x^-7<~;v] - 
lH-^>X^^r/-^ (1. 5 5 g) „ h'Jxf;V7^> (1. 1 7mL) 
, 4-y^W</k''Jv> (0. 0 5 1 g) »DL, 6 0t^3B#F» 

tTto nmm\mm^^ a 5 omD £#. (somu ^*n£ 

> «#bfc<, »»xf^fl*^L, (50mD -e^g^ 

77 -f- : vv^-9->= 1 : i % ^v*Tff^xc^;vt^fciS) tffilL 

7t 0 ii^^-A^^^f.^ts^^u 1 ), ( 1 . 0 8 g 

1 H-NMR (CDC 1 3 ) : 2. 22 (3H, s), 3. 11 (3H, bs) 
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, 3. 6 8- 3. 9 0 (2 H, b m) , 3. 85 (3H, s) , 4. 37 (2H 
, q, J = 7. 9Hz) , 4. 5 8-4. 7 2 (2H, m) , 4. 82-5. 1 
4 (2H, bm) , 6. 63 ( 1 H, d, J = 5. 7Hz) , 6. 91 (2H, 
d, J = 9. 0Hz) , 7. 27-7. 40 (3H, m), 7. 82 (1H, m 
), 7. 99 (2H, d, J=9. OHz), 8. 33 (1H, d, J = 5. 7 
Hz) . 

[0 10 1] 

mmm7 



[it 6 6] 




2- i*^)V [ [ (R) —2- [ [ [3-*^;V-4- (2, 2, 2 - h V 7 

r/-;v-i-'f;v] j&;i,sjf.=./i/| r^y] 

j^tfx ^nn^f;l/) (0. 5 8 2 g) «0f h7t KD77>i?S (2 
OmL) CtK^T. IfV^^ (0. 4 9mL) Of >7t Fn79>M ( 1 m 
L) fcSSTLfco **frT\ 3 0^Wat#m. ##M 7 "C# *Lrfr 2 - Uf;V7 
* / ) 3-^nn^> y\x- h JgSfcig ( 1 . 5 0 g ) Ltz Q V U 

xW^> (0. 84mL) Of b7t FU77^'M (lmL) SrSftltiL 

mM.T*2mmmwLfco mi±.mm&, nmm\z.wm^^ (8 omD (4 

OmL) *inx_s «#L/io WEm^frmZfrWL, fm-kM.* (2 5mL) -e 

77> (2 OmL) izmmi^fZo (R) - 2- [ [ ;V-4- (2,2 

, 2-h'j7;i'tnxhJrv) - 2 — bf U ^f;v] x;v-7 -1H 
-^>X-f ^ (1. 4 4 g) , HJ^f ;V7< > (1. 0 9mL) , 4 

-yVfiVT'^li'Vy^ (0. 0 4 8 g) £«]L, 6 0 TCC 3 B#f a »J$L*: 
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0 «EE«MSf£, aS^^K^fe^* (8 0mL) (4 0mL) fcitlx., 
L/io MIM.*-/UJ1*3WU I&^O^tK (3 OmL) T'^fe^, ^flftlft^^ 

«jk#» (0. 8 4g) ^yD^fcUfc 

1 H-NMR (CDC 1 3 ) :2. 21 (3H, s), 3. 12 (3 H, bs) 
, 3. 7 8 -4. 0 8 (2 H, bin), 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 6 4- 5. 0 8 (4 H, bm) , 6. 64 (1H, d, J = 5. 2Hz) 
, 7. 3 4 -7. 4 2 (4 H, m) , 7. 56 (1H, m) , 7. 82 (1H, 
m) , 7. 94 (1H, d, J = 7. 6Hz) , 8. 02 (1H, s) , 8. 3 

4 (1 H, d, J = 5. 2 H z) . 

[0 10 2] 



Mb 6 7] 

F 

2- |>^/P [ [ (R) -2- [ [ [3-*^;V—4- (2, 2, 2-h»;-7;V 
i ->f;i/] 75/] .x?-;!' 3, 4 -i^7;Vtn^> Vje. 

- h 

(HJ^DD^f^) (0. 5 8 2 g) Of >7b Kn77>^f (2 
OmL) i;7K<%Tx H'Vv> (0. 4 9mL) h7t Kn77>« (lm 

.x^v 3, 4-y7JVtn^^/x- b^mit (1. 5 1 g) Stt^OL 
fc 0 h 'Jxf^r^ > (0. 8 4mL) <7>-f f^t: Kn7 9>?M (lmL) £ 
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8S*nffe> MiaT'3^H^#LfCo (8 0mL) 

fc*. (5 OmL) &}JD;l> «#Lfc 0 ffcBfc^'f-Jl'Sfcfl'lRU g&*0&&7fc (3 0 
mL) fcTK^m^^^v^A-e^LfCo ttElftRU ^ttf h 

7kKn77> (25mL) KfcjfcLfco (R) -2- [ [ [3-^^-4- 
(2, 2, 2-b'J7Ji'tnxb+y) - 2 - fc?'; ^^7^-;u 
] -lH-^/X^r/-;V (1. 7 1 g) > h'jxwr/ (l. 29m 
L) > 4-vVf;V7^ y tfU Vy (0. 0 5 6 g) *^iJDL> 6 0r-ei7l$ 
M*#Lfco «Eift»«, affWJCftaiJ.^^ (l 0 OmL) fc* (5 OmL) 
fcftliU *#Lfco Mfc^/Wf fc$M*U 7Xl^HIxf;i, (2 OmL) T'tt 
ffiLfCo ftfltec^/WB ^Q&ItK (3 OmL) -Ci5fe^, j&fcfflBSt"? 

-< - (m&x-^fr : ^^r^>= l : l, Mv>T2 : iTv#tB) "CMU $f>c 
Mtty'J*y;v*7A^n-7f^77>f- (#Bl^/n ^4f-9->= l : it? 

fr-^ttyfrhW&Mct&ZbKX*). mMik&b (1. 3 7g) £&"rfeEHfc 

1 H-NMR (CDC 1 3 ) : 2. 21 (3H, s), 3. 11 (3H, bs) 
, 3. 8 2-4. 0 8 (2H, bm) , 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 60-5. 14 (4H, bm) , 6. 63 (1H, d, J = 5. 7Hz) 

, 7. 20 (1H, m) , 7. 33-7. 41 (3H, m) , 7. 78-7. 9 

2 (3H, m) , 8. 33 (1H, d, J = 5. 7Hz) . 

[0 10 3] 



Hfc6 8] 



HJD-N HP 0— x 

0 

0-fF 
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2- l>3-;V [ [ (R) -2- [ [ [3-*^/U-4- (2, 2, 2-YV7)V 

j^tfx (h'J^DD^fil/) (0. 5 8 2 g) O-f h 7t Kn 7 7^1 (2 
OmL) K*»frT\ MVJy (0. 4 9mL) h5H K.n (lm 
L) **TLfco tK#T\ 3 0*Wam #ffJ9tH^fc2- (^^7 
4- h ';7;l/^-n^ h^v/>?^/i- (1. 7 9 g) £ 

Y^PLfco H;j^;VT<> (0. 8 4mL) (7)T>7t FD75>§S (lm 
L) Mffi-ei. 5NFW«#L3to *JEaMi^ ^tfC»i^^ ( 

8 OmL) hzX (5 OmL) SrtDx., **£Lfco INft^** *r5M*U J&*n& 
i&Tfc (3 OmL) -CifcJMfe, i^iS^^^y^AT^Lfco MiL^ » 
tgrn^T- YJKYuyjy (2 5mL) KIjg#L.fco (R) - 2 - [ [ [3 - * 
^;V-4- (2, 2, 2 - h V 7^*nx h^f-y) - 2 - U Z?J*S\ t^fr] X 
;>7-f-^] -1H-^>X^^/-^ (1. 5 7g) , h';xf^75> ( 
1. 18mL) „ 4-v^^ L ;VT^> r t:U^>' (0. 0 5 2 g). £«]L> .6 0 

°c-e4. 5^ra*#L?to nmmzmk^fr (1 oomD ^tk 

(5 OmL) fcillx.. «t£Lfco ifxf^JSOTL, J.^^ (3 

OmL) titHU;o Ifc®tx?-;VJg Sfrfa&i&Tjt (3 OmL) -e«fei*& 

^ ^tK^^^^v^AT'^LTsTo io j r)\>U s 7^9 

n7^77^ - (suxf;v : ^^-9-^= i : l-ejgtti) -efiiL, 
3Hty'j*w?A^D7hy97^ (Siif;n^-9->=i : l-e^ 
ffi) -effi^i-^CttcJ: »K ««<fc^ (1. 4 4g) *ifevn7 7°i:lt# 

1 H-NMR (CDC 1 3) 12. 22 (3H, s), 3. 11 (3H, bs) 
, 3. 8 5-4. 0 5 (2H, b m) , 4. 38 (2H, q, J=7. 8Hz) 
, 4. 60-5. 12 (4H, bm) , 6. 64 (1H, d, J=5. 7Hz) 
, 7. 24 (2H, d, J = 8. 7Hz) , 7. 2 5-7. 4 0 (3H, m) , 
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7. 82 (1H, d, J =7. 2Hz), 8. 09 (2H, d, J = 8. 7Hz 
) , 8. 3 3 (1 H, d , J = 5. 7Hz) . 
[0 10 4] 

mmm 1 o 

Wfc6 9] 




2 — O "f-fr [ [ (R) -2 - [ [ [3-^^-4- (2, 2, 2-h'J7^ 

j^fcf* ( > i; ?nn ^ (0. 5 8 2 g) Ofh7tKD77>^t (2 

OmL) tC7K^T> tfV V> (0. 4 9mL) f7tKo77« (lm 

D *infc,W, 3 0^tm ##Wi 0-et#p>ti7c2- 

T^y) 4-"7;i^n^> \Ax- h iSS^S ( 1 . 4 0 g) Sri&bnLfco 

> ijjr.^-;vr^ > (0. 84mL) Otf7t: Kn7 5V»« (lmL) £$s2m 

m> ifit2w#L^o $ffia&*§m> nmm^wm^^ (somu 

(4 OmL) fcjbll*., **$Lfco 6fc0tx^«£#IRU (3 OmL 

Kn77> (2 OmL) (,zmMLtz 0 (R) -2- [ [ [3 4 - (2 
, 2, 2-h'J7Hn^h4y) -2-f'Jy>] y^;i/] 7.^7^ — - 
1 H-^>X-f 5 y'/-^/ (1. 3 2g), f'jxf^75> (1. OOmL) 
, 4-/^f;V7 5 y tf i?> (0. 0 4 9 g) 5:^DL, 6 0^14. 5 E§f 

mmwLtzo m&mmfc.^ mgmzwm^^ u somD (somD 

^SDx, «#Lfco ^xf;H^^L, ^fn^TK (3 OmL) "CtSfc^. 



mffiE# 2003-3056688 



mm2 002-175086 



81/ 



UMit&m ( i . 3 9 g ) *m&mfct lt#£ 0 

1H-NMR (CDC 1 3) 12. 22 (3H, s), 3. 12 (3H, bs) 
, 3. 7 8-4. 2 0 (2H, b m) , 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 5 8-5. 0 8 (4H, b m) , 6. 65 ( 1 H, d, J = 5. 6Hz) 
, 7. 11 (2H, t, J = 8. 4Hz), 7. 28-7. 44 (3 H, m), 
7. 81-7. 86 (1H, m), 8. 03-8. 1 1 (2H, m), 8. 35 
(l.H, d, J = 5. 6 Hz) . 
10 10 5] 

mmm 1 1 

Ut7 0) 



2- [ [ (R) -2- [ [ [3-^^;U-4- (2, 2, 2-h'J7;V 

1 ->f ;v] a/M*-^] 75/] ^-f-^ 3, 4, h^rv^ 

jKib*^ (fj^nn^f;v) (0. 6 0 g) «f F7tKn77>M (3 0 
mL) ^7K^T> kTVv> (0. 4 9mL) «07f7kFo77>tl (lmL 
) 4iTL/: 0 7Ki$T, 1 O^mmiU ###0 1 1-C'#^^7t2- 

3, 4, 5- h'J ^ h^v^^V*JC- h&Uffl (1. 2 2 g) £ 
ilJBl^o fi;xf-;V7 5> (0. 8 4mL) Of F7tKn77>^$ (lm 

D %mTtk, m.ux«inmmw\^tzo m±m.m^ m^m^ (somD £ 

iJPx., SlSxf^ (5 0mL) T'itBLf: 0 tm^^m^^B. (2 0mL) 
, f&fn&fl* (5 0mL) X*mm&, iSTMJisBfc*^ * v 7 A "Cfg* L£ 0 Mffil 




tfiiE# 2003-3056688 



#M2J) 02-175086 



82/ 



ll&U ^ll^f b7tK077> (2 OmL) l:iiL/:, (R) -2- [ [ 
[3-^^;V-4- (2, 2, 2-hU , 7;V^naih^v) -2-fc?';v;l-] ^ 
x;v7 * -lH-^>X^r/-JV (1. l l g) . h'Jif-A' 
75> (0. 84mL) , 4-^W</k"'JyV (0. 0 3 7 g) 
t. 6 0lCf3ffi, lSt2 BW«*£Lfc 0 ^flEitSI^> (5 0m 

L) £flnx., ftaftj.f-;v (5 OmL) t?ttffiL^ 0 H^^-^SfcfiStftBfcfc ( 
5 OmL) -C«fei#^, 4K7K«-7^^>"7.A'C^L7t 0 «J±i§*if3L 
77'r/ay'J*^*7A^n7 h <r - (7-fc h > : ^*-9-> = 1 : 3 

, 1^x3 : 2-e^tb) c: k J: »k sjafb^ife (1. 5 6g) &m 

1 H-NMR (CDC 1 3 ) 12. 21 (3H, s), 3. 12 (3H, bs) 

, 3. 5 0 -4. 3 0 (2H, br) , 3. 83 (6H, s) , 3. 90 (3H 
, s) , 4. 38 (2H, q, J = 7. 8Hz) , 4. 67 (2H, m) , 4. 
80-5. 15 (2H, br), 6. 64 (1H, d, J = 5. 7Hz), 7. 

2 5-7. 4 0 (5H, m) , 7. 7 8- 7. 8 6 (1 H, m) , 8. 33 (1 
H, d, J = 5. 7Hz) . 

[0 10 6] 
Uttfli 1 2 



2- [ [ (R) -2- [ [ [3-^7-^-4- (2, 2, 2-f'J7;V 

h 

££&vrx (h V ?nn^f;v) (0. 4 2 2 g) Off7tKD77>iI (3 



Mb 7 1] 



HjC-N RC 0 
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OmL) ICtK^T. t''J->'> (0. 3 4 5mL) ZffiTLtz 0 tK^T^ 3 0^1 

Wftfe^ i 2 t*# «b 2 - (/f;v7^/) 2 - tf >; v > # ;v 

*^yl/-hrfit (1. 0 8g) ^?^DL> b 7^ > (1. 19m 

Ltz 0 h7t yuy^y (1 OmL) fc'fefflL, (R) -2- [ [ [ 

3 _^^ ;l/ _4_ ( 2 , 2, 2-h , )7^toxh^y) — 2 - tfU v^Kl 
;v] *;v-7-f-;V] -lH-^XOr/-^ (1. 3 1 g.) . Wx-^-frT 
*y (0. 9 9mL) &IM -y^f^T 5 / fcfV ^> (0 . 0 4 3 g) £«1 
U 6 CCT'2 4B#ra^.L^ 0 RJS&ifcfcftlS^*-^ (1 0 OmL) SriDx.* tK 
(lOOmL) R^I&jfP^ft* (lOOmL) b'^At? 

^^afs^-rscittcj: wmt&m (o. 9g) ^a^B^tttn^o 

1 H-NMR (CDC 1 3 ) : 2. 22 (3H, s), 3. 16 (3H, s) , 
3. 8 0-4. 2 0 (2 H, m) , 4. 38 (2H, q, J=7. 8Hz) , 4 
. 60-5. 10 (4H, m) , 6. 64 ( 1 H, d , J=5. 8Hz) , 7. 

2 9- 7. 4 0 (2 H, m) , 7. 4 7- 7. 5 2 (2 H, in) , 7. 81-7 
. 89 (2H, m) , 8. 14 (1H, d, J = 7. 8Hz) , 8. 34 (1H 
, d, J = 5. 8Hz) , 8. 7 5-8. 7 9 (1 H, m) . 

[0 10 71 



2- l**f-)V [ [ (R) -2- [ [ [3 -**JU-4- (2,2, 2 - h V *7 ^ 



ifeflfl 1 3 



Hfc7 2] 
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Rie^ (h'j^nn^f-;!/) (0. 6 5 2 g) Of >5t Kn79>j|'ft (1 
5mL) U2MfrT\ tf';v> (0. 5 5mL) Of F7t Kn77>iil (lm 
L) £rSTL£o 7ki$TF. 3 0^WE 1 3 T*#^>tL7^ 2 - Uf* 

75;) xf;i/ ^ h^yT-tf-h (0. 9 9 g) &mf\Ltz 0 ^-C3P#PJ 
mWLtZo ffiK.i&migL, n^mmW.^)^ (8 0mL) tfr (5 0mL) ^rin 

^ mwLtzo mm^-^- ;ws£5>]ftu ^p^iitIc o omu •esfe^m, m?x 

«i-7^y>)AmtL^o WEEMU ^Wfb7tKn77^ (1 5 
mL) Kv#8?L£o (R) -2- [ [ [3-*f*-4- (2, 2, 2 - h V 7 
^foxh^y) -2-t''Jy>] ^f;i^] 7>;v-7^^;v] - 1 H-^>X-r 5 
trV-)V (1. 13g) > hi;jr.f;vr^> (0. 8 6mL) , 4-v^f;VT 
= y t?Uv> (0. 0 3 7 g) £y»]U 6 0X^4 BmMWLfZo 

, ~m^mzmm.^ ^ (8 omD ^tK (3 omn zmz., mwLtz 0 ^m.^- 

7K (3 0mL) -CifeiiMgU teTK^m^^^v-y^^^LT^o *EE«tt&> 

l : 3tim) -CfiKRU ^ f> i:Mtty V *^t) 7 A ^ n v b 7*7 
•7<- (ilxfjv : ^jf-if >= 1 : i, m^X3 : i*e^ffi) «t^cfc 

J: IK aMMfcfrW (0. 5 8 8 g) Zmtezsuvft LT#7to 
1H-NMR (CDC 1 3 ) 12. 32 (3H, s) , 2. 68 (3H, s), 
3. 48 (3H, s) , 3. 69-4. 02 (4H, m) , 4. 38 (2H, q 
, J = 7. 8H z) , 4. 67 (2H, t, J=6. 6Hz), 4. 99 (1H 
, d, J = 13. 9H z) , 5. 12 (1H, d, J = 13. 9Hz) , 6. 6 
3 (1H, d, J=5. 7Hz) , 7. 2 9 -7. 4 6 (2 H, m) , 7. 62 
(1H, m) , 7. 8 1 (1H, m) , 8. 25 (1H, d, J = 5. 7Hz) 

[0 10 8] 

mmm 1 4 
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[ft 7 3] 



H£-N 0^. 



2- [ [ (R) -2- [ [ [3-*^-)V- A- (2, 2, 2- 

h 'j y)V*ux. b^rv) -2-bfi;^;v] x;V7 -f -lH-^> 

j^^ttf^ (h'J^nn^f;!/) (l. 3 1g) </)f F7t Fn7 7>M (4 0 
mL) KtR}£T\ t 0, ;v> (1. 0 7mL) Otl>7t Kn77>M (2mL 
) tiTLfc.MT, 1 07>l», AX-'&h*itzx.T)\> 2- ( 

^f;V7^) i*-* h&m*£ (2. 0 2g) =Jr«L^o h^x 

f^7r/ (1. 8 4mL) Wrf7tFn77>il (2mL) SriiTf^ M 
ItlHWWU. (1 0 OmL) SrUPx, BH*^ 

)V (10 OmL) T?ttltiLfcoft»xf/l'S«:0. 2N^ (5 OmL) , S&fP 

a^tk (i o OmL) ~?mm&, m*Mm^r* : y*7^'e&.MLtz 0 m&iJkmL 

„ h7H KD77> (5 OmL) H-lUL^o (R) -2- [ [ [3 

-y^;v-4- (2, 2, 2-h'J7;Hnxf^fy) - 2 - fcf 1 ; ^v] 
] ^^v-f-;!/] - l H-^>X^ ^ ^v*-;v (3. 6 9 g) > b 'Jxf^VT^ 
> (2. 0 9mL) , 4 - ^f^7 5 y fcf'l v> (0. 1 2 g) £«]U 6 
0*CT?6B#I^ ISt8H^L^o WE«*i&, (1 OOmL) 

^*nx, ^^.^^ (1 OOmL) ^ttffiLfcoWlfc^^-^WSrttSlAtit*. (1 
OOmL) -CifciN&x fcjfcttHfc^^S^A^ftfcLfco «EE*»«, 
Mttv'J*W7A^n7f^77^- (g^^^;v : ^Jr-9->=3 : 7> 
^^SSif^TlHJ) -eflUSlL^o ^xf;i/i-r;v± J)^ H ftL> i?*.* 

)vx.-y-)vfrhn&&'t2>zt\z x n), WMtt&® (3. 8 4 g ) zm&mfat 

1 H-NMR (CDC 1 3 ) : 1. 32 (3H/ t, J = 7. 2 Hz) , 2. 2 

ttlfE# 2003-3056688 
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^-v: 86/ 



3 (3H, s) , 3. 10 (3H, bs) , 3. 5 0-4. 2 0 (2H, br) 
, 4. 22 (2H, q, J = 7. 2Hz) , 4. 39 (2H, q, J = 7. 9H 

z) , 4. 45 (2H, m), 4. 80-5. 15 (2H, br), 6. 65 ( 

1H, d, J = 5. 6Hz) , 7. 3 6-7. 5 0 (3H, m) , 7. 84 (1 

H, d, J = 7. 8Hz) , 8. 35 (1H, d, J = 5. 6Hz) . 
[0 10 9] 

mmm 1 5 



^Vfu\£)V 2— [**f-)\/ [ [ (R) —2— [ [ [3-^^;V-4- (2, 2 
, 2-b'J7;t'tnxhJey) -2-tf;v';v] ^^v] .x;^ -1H 
-^>X^r/-;v-l-^V] 7^/] J.*-^ tf-sK^-h 

(l>^OD^f^) (0. 50g) <0tb7tKO77^I (30 
mL) H7K?pT> (0. 4 0mL) <Of !>7kKo77^$ (lmL 

) ^iiTtTto tK^T. 1B#F^«^IL ##M1 hX~%hfriz4 vfu\£)V 2 
- (^f;v7^y) .x^/i/ Hl^*l (0. 9 9 g) ZffiMLfZo Y 

>;je.^;VT^> (0. 7 0mL) «Tb^Kn77>iI (lmL) KWiT'ik 
, lStlH^l#L^o j^mtf^ (MJ7.nn^f;l/) (0. 5 0 g) , n°'J 
v> (0. 4 0mL) (DT-Yv^Yuy^ymWL (lmL) > >'jxf;i/7^> 
(0. 7 0mL) h7bKn77« (lmL) fcHS^flO U l^tl 
B#ITOi$L£o ^JEMm. ^©^ICtK (5 OmL) £JHI;i. BHft^^ (5 0 
mL) -CttffiL/io I^m^^-^?rl&fP^7K (5 OmL) T^^-ft> 3S=7jtfi£$£ 
T7*i"y^X«&mLtzo «EilSSL, M^f b7t Kn77> (2 OmL 
) IZfeMLtZo (R) -2- [ [ [3-^^-4- (2, 2, 2-YVyil'* 



[tt7 4] 
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ijM2 002-175086 ^ ^- S J I 87/ 

(1. 1 1 g) ... h'jxf^r^V (0. 84mL) . 4-y^W5y 
bi'Jv> (0. 0 3 7 g) **JnU 6 0rT»12Btr^. HHI*#L.fc 
o m&MMfe, JKSMfefc* (5 OmL) SrtDx.. f^-i^V (5 OmL) "Cttlffl 
Lft. »*i^l*ft!ftttt* (5 OmL) T?«fe^, fcdcflfcSrr A 

4 - (r-fe b > : ^4r-^>= i : 3, iv^T3 : 2t-W t?ffiKU $ h\z.-m. 

-v-f y/nkf;l/ai-T-;v^f?S*S^-t*^ £K«fc «)> ^Mlfc^ (0. 5 8 g 
) *lfeI#kL«. 

1 H-NMR (CDC 1 3 ) I 1. 31 (6H, d, J = 6. 3Hz) , 2. 2 
3 (3H, s) , 3. 08 (3H, bs), 3. 4 0-4. 3 0 (2H, br) 
, 4. 37 (2H, q, J = 7. 9Hz) , 4. 3 2-4. 5 3 (2H, m) , 
4. 8 0- 5. 2 0 (3H, m) , 6. 63 ( 1 H, d, J = 5. 7Hz) , 7 
. 3 5- 7. 5 0 (3 H, m) , 7. 83 ( 1 H, d, J = 7. 2Hz) , 8. 
3 4 (1H, d, J = 5. 7 H z) . 
[0 1 10]- 

mtm 1 6 

[ft7 5] 



F F 



H.C-N IV 0— y ^ 
0=< CH, 

CH, 



^vyn^V 2- [^f-^ [ [2- [ [ [3 4- (2, 2, 2-h 

■J7Mnxh^fy) -2-tfVv;i/] *;V7 * - 1 H-^>X 

^tTx y ^nn^f^) (0. 5 8 2 g) Of f7t:Kn77>ii (2 



mtiEiNF 2003-3056688 




2002-175086 
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OmL) C^K^T, f'Jy>(0. 4 9mL) f7tKD77« ( 1 m 
L) ^ITLfCo 7K#T\ 3 OfrmmWfe, 5 X%h tltzJ V 7°u Mfr 

2 - (^^;V7 ^ y) x-T-fr hMMM. (1. 1 8 g) ZifcmLtz 

0 HJxf;V7 5> (0. 84mL) 07h7tKn77>'M (lmL) 
tlPf^ M^-e2B#^m^L7to ffil±tikm'&, WM^mW.^^ (8 0mL) £ 
?K (3 OmL) M#L7Co ^M^frmZftML, HlfP^TK (30m 

L ) -e^fei#-f^, *7K^m^ y * v * ^ T^-^ L /Co MJEitM t , ^rh7 
11^77^ (2 5mL) izmMLtZo 2- [ [ [3-^^-4- (2, 2, 
2-f'J7;vtnxRy) — 2 — feTV v^^v] x;v7^^] -1H- 

^>X-T 5 (1. 73g) , hi;jrL^;i,T5 > (1. 3 lmL) . 4- 

v>W5^°'Jy> (0. 0 5 7 g) £^UnU 6 0 1C*C 5mmmWLtZo 

mmmmfe, n^m^wm.^^ doomD (somu fcira*.. mn 
x^tzo mkJ=-^-^m*fr^, fm&M.-*. (somD xmmk, f&fcmtr*r 

^7A^dvf^77^- (ifcm-*-?-^: ^3c-*ry= l : l, $cwt2 : l xm 
ffi) Tif«£U7to *J4 7 7 p nt°;i'i-f;v-A^t> J; DiKhlMfcU y^v^o 
e;i/^-7^7^^P>B:^ H H H i-^Ci:^J: f), (1. 2 0 g) £«.gH$ 

£: LT#7c 0 

1H-NMR (CDC 1 3 ) II. 31 (6H, d, J = 6. 6Hz), 2. 2 
3 (3H, s) , 3. 08 (3H, bs) , 3. .5 0-3. 9 0 (2H, bm) 
, 4. 38 (2H, q, J = 7. 8Hz) , 4. 3 6 -4. 5 8 (2 H, bm) 
, 4. 79 — 5. 15 (3 H, m) , 6. 64 (1 H, d, J = 5. 7Hz), 
7. 35-7. 48 (3H, m), 7. 83 (1H, d, J = 7. 5Hz), 8 
. 3 4 (1 H, d, J = 5. 7Hz) . 
[0 111] 



mm 1 7 
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[ft 7 6] 




^vM/ 2- [ [ (R) - 2- [ [ [3 4- (2, 2, 2 

- h 'j -7;v^n^ h^r-» -2-if , ;> f ;i^] x;v-7>f — ;v] -1H-^ 

>X^f 5 / V-^-l-'f T$y] x\f-;> * — sK^— h 

^tfx ( h V ^no^f;V) (0. 50g) <?)f >7tKD77>M (30 
mL) ICtWT\ (0. 4 0mL) Otf7tKn77« (lmL 

) £irFt£o 7K^T> miim 6-C?#ib*L7^>v^ 2- ( 

^f;l,7^) h&Sfcifc (1. 0 8g) Sr^DLfco h V x. 

?-)VT$> (0. 7 0mL) ^)7f7tFn77« (lmL) £?&T^ ^ 
za-e*^m#L^o iiESlt, ^«t^7X (5 OmL) £-&nx-> S*^^ ( 
5 0mL) -efifimL7Co f^m^-^^ii^lifP^TK (5 OmL) "Cft^b. &7K 
H^^^y^^-C^L^o iEIll, >IWff7tK077> (2 0 
mL) tc^L/co (R) -2- [ [ [3-^^-4- (2, 2, 2 - h V 
frtuj^h^i') - 2 - fc? V x;i/-7^f-;H -1H-^>X^5 

^7'-^ (1. 1 1 g) , fVxf;V75> (0. 84mL) > 4-vV^;i/T 

(o. 0 3 7 g ) 6 or-e^«#Lfco MEEstfcif£> 

a^^^TK (5 OmL) fcitlx., H*^*' (5 OmL) -efflffitfco 
^l^^^mTK (5 OmL) -emm&, ilTK^m^^^v^^'C^LTCo M 
J±jiisf^> M*77r>a'/'J*W7A^n7h^77^- (T-fe h > 
: ^if.^>=l : 3, iv>T3 : 2-C^HJ) -eflNRLfco T-fc b >-yxf;i/i 

tunt^ (i. i7 g ) zm&mfct Lxntzo 

1 H — NMR (CDC 1 3 ) 12. 22 (3H, s), 3. 05 (3H, bs) 
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, 3. 5 0-4. 2 0 (2 H, br) , 4. 37 (2H, q, J = 7. 8Hz) 
, 4. 46 (2H, m), 4. 80-5. 10 (2H, br), 5. 17 (2H 
, s) , 6. 62 (1H, d, J = 5. 6Hz) , 7. 2 6-7. 4 8 (8H, 
m) , 7. 7 7- 7. 8 8 (1 H, m) , 8. 33 (1H, d, J = 5. 6Hz 
) . 

[0 112] 

mmm 1 8 



2- [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2-H,J7;V 

(b'^nn^f;l/) (0. 4 8 g) <Dt h 9 Kn7 9 (2 0 

mL) IC7X^T> WJ> (0. 3 9mL) Of h7kKn77>» (lmL 
) &«TLfco *#T\ 2 0 #fWl 7t?#f>*Ut2- 

fh7tKnif7>-4-'f^ fttflfeffi (0 . 9 6 

g) ZmnLtZo hVxf;V75> (0. 67mL) h5t Kn79>»* 

(lmL) *flST», Sa-C2«PW«#^L/io afcBEiftlS^ (5 0m 

L) WpWt*-?-Jl> (5 0mL) T'WmtfCo Hfl*^*'**: 0. 2Nti 

(2 0mL) , t&fH&ffi* (5 0mL) T-?5fe^, afcJcHSIv*'* v ? At^i 
Lfc 0 *£EESfc»&U h5tKn77> (2 0mL) £»A*L;fco (R 

) -2- [ [ [3 -^;V-4 - (2, 2, 2-f'J7;Vtnxh^y) -2- 

eyy^] x;v7^;v] -iH-^>X<^r/-;v (l. 2 6 g) 



[flS7 7] 
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s htjxf/P7r/ (0. 71mL) , 4-y^^7^1iVyV (0. 04 

2 g) *«amu 6 o*c-c6B#^, Mux*smmmwLtz 0 mzmmfc HkWto 

fcjjc (50mL) «rinix., (50mL) ■CffittiLTto »»^^>Wi«: 

&*n£i&*. (5 0mD -c*^ Mimm^^^^ ^^r^mLtzo wzrnm 

» (1. 4 5g) *fcH&H#fc L-Cftfco 

1 H-NMR (CDC 1 3 ) II. 64-1. 81 ( 2 H, m) , I. 92-2 
. 03 (2 H, m) , 2. 23 (3H, s), 3. 09 (3 H, bs), 3. 4 
0-4. 30 (2H, br), 3. 45-3. 57 ( 2 H, m) , 3. 87-3 
. 97 (2H, m) , 4. 38 (2H, q, J = 7. 8Hz) , 4. 45 (2H 
, m) , 4. 77-5. 1 5 (3H, m) , 6. 64 (1 H, d, J =5. 7H 
z) , 7. 35-7. 50 (3H, m), 7. 83 (1H, d , J =6. 9Hz 
) , 8. 3 5 (1H, d, J = 5. 7Hz) . 
[0 113] 



\. As 2- [*m> [ [ (R) -2 - [ [ [3 4- ( 

2, 2, E-h'HA'tnxf^) -2-e i ;v ? ;w] x;v7*~;i/| 

i^Sftex (f'j?nn^f;vj (0. 5 9 g) <DT V 9 t: Kn 7 9 >$&tfc ( 2 0 



;*6fll 1 9 



Ht7 8] 



OK 




tiiliE#2 0 0 3 -3 0 5 6 6 8 8 
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mL) t37X^nr> kT';v> (0. 4 9mL) Wf hyliKD77« (lmL 
) SriliT'L/zo 7jc<^T, 1 OfrmWktm. 1 8 fitz 2 - ^ h * yx 

^ 2- (^f;>7^/) xf^ hia^m ( i . o 7 g) *mn 

tfco b'Jx^-;l/7<^ (0. 8 4mL) <Dt F7b Ko7 7>iI (lmL) 
£fi§Tm> M^-eiB#F^«#L^o ^EE?M^ mm^fr (5 0mL) fcflDx. 
, (5 0mL). T'ttHlL^o ilxfJU^O. 2NM (2 0mL 

) , ss^d^zR (5 0mD ^^m. mimM^y* ; stJ^x«%L^Lfzo : m± 

iftffiU r3^ff7HKn77> (2 0mL) KmffiLtz 0 (R) -2- [ 
[[3— (2, 2, 2-h'J7^tnxhdry) - 2 - fc: V 

**)V] - 1 H-^>X>f 5 (1. 8 5 g) , b'Jif 

;P7< ^ (1 . 0 5mL) , 4-y^f;V7^ / k°'Jy> (0. 0 6 1 g) « 
3JDU 6 0r-tr6B#F^, MM."? 8 mmMWLtz 0 MffiflftfiiL ^MlK* (5 0 

( 5 o m D -ummk. mTkmm-? r * v a x*nm l tz 0 us.mm^. w&m 

(1. 3 9g) £i£-fe@#:fc LT#7Co 
1 H-NMR (CDC 1 3) 12. 23 C3H, s), 3. 09 (3H, bs) 
, 3. 37 (3H, s), 3. 50-4. 20 (2 H, br), 3. 59-3. 
65 (2H, m) , 4. 2 8-4. 3 3 (2 H, m) , 4. 38 (2H, q, J 
= 7. 8 Hz) , 4. 46 (2H, m) , 4. 80-5. 15 (2H, br), 
6. 64 (1 H, d, J = 5. 7 Hz) , 7. 35-7. 47 (3 H, m) , 7 
. 83 (1H, d, J = 7. 8Hz) , 8. 34 (1H, d, J = 5. 7Hz) 

• 

[0 114] 

HIW2 0 
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93/ 



lit 7 9] 



/ — N H»C 0 





2- |\x^;V [ [ (R) -2- [ [ [3-^;V-4- (2, 2, 2-> l j7>U 

V-;i/- l —<( ;v] r<y] 7-bf - h 

^t'X (f'J^nn^f^) (0. 5 9 g) Kn7 7^il (3 0 

mL) lC7k<£T\ \£V9> (0. 4 9mL) h7t Kn77>il (lmL 
) ZmTLtZo t|0$T\ 107>F H m##u ##^12 0-^11^^2- (xf;V7 
xf;v T-tx-hiim^ (0. 6 7 g) £«]L£o h'Jif^7^> 
(0. 8 4mL) <7)th7tKD77« (lmL) £MTlg\ 1 mm 

MWLfCo ^EEsi^> (5 0mL) fciPx., ffcm^^ (5 0mL 

) -Ctttbt/to S^m^^Wf^ffrfa^Tjc (5 OmL) T"?5fe^> 4ft7KM^^ 
^>-)A«L/: 0 «±^SiL, l^^f h7HKD77> (2 OmL) 1= 
mffiLtio (R) -2- [ [ [3-^^-4- (2, 2, 2-h'J7;Vtnx 

h^v) - 2 -t? ';>>>] ^^^] < -iH-^>x^5r/-;v 

(1 . 1 1 g) , h 'Jxf^T^ > (0. 8 4mL) > / tf'J 

v> (0. 0 3 7 g) £«U 6 OVX^^mWLtZo «JE««S^. 
7K (5 OmL) £jblJ/L\ 1^^.^^ (5 OmL) -CjftmLfco f£M^^Jf 

fn&i&TK (5 OmL) t?^m> 4S7K^-7^^v-7A-e^L^ 0 Mffijifctm 

. m^tity'^^*7A?n7hy77'f- (Itm^^^ : 

= 3:7, utt^rEm*-*- t«t^^tia^ ^sft^-t/ (1. 

5 8g) ^ffe7W7X»i:U#f:o 

1 H — NMR (CDC 1 3 ) II. 25 (3H, m) , 2. 08 (3H, s) , 
2. 23 (3H, s) , 3. 30-4. 10 (4H, br) , 4. 23-4. 4 
5 (2H, m) , 4. 38 (2H, q, J = 7. 8Hz) , 4. 75-5. 20 
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(2H, br), 6. 64 (1H, d, J = 5. 7Hz), 7. 35-7. 46 
(3H, m) , 7. 84 (1H, d, J=6. 9Hz) , 8. 36 (1H, d, 
J = 5. 7Hz) . 
[0 115] 

[its o] 



2- V7°nt:;v [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2-h 
ij7HDxh^-» -2-if')y>] x;V7-f-;v] -lH-^^X 

^yv'-^-l-'f^] # /I/ T$S] 7-br-b 
IftBltrx (h V?uu*^)V) (0. 5 4 3 g) Of >7tKn77>M (1 
OmL) KSttfrT, (0. 4 4 5mL) tf)f f7b Kn77>it (5 

mi) £?wtl, ot;-c3 o^-mmwLfco Kfc>mz.m^m2 2-QmhKtz2- 

{jy-fuydfrT^;) T-fef - H1M*& (1. 0 g) £«lL*:o h 

iJjc^-;l/T^> (0. 8 0 5mL) <Dy- Y <7 t: Kn 7 9 (5mL) &$SflP 

f£> MiTC3 Ofl-IWaf^LJto RJES*«r*ffi»RL.;fc|k (3 OmL 

) fciDx., I^ixf;i/ (5 OmL) tifflt^o H*^^* (3 
OmL) -eifeit^ te 7 X«m^ h V -7 A -CSS* U «E*HtLfco Wb^w**^ 
»*f>7i:Kn75> (5mL) K?§fllL> (R) -2- [ [ [3-^JV- 
4- (2, 2, 2-f'J7^tnxh + y) -2-fcP; v^] j**-*] x;V7^ 
-iH-^>X^r/-;v (l. 7 3g) , h;jx^;i,t3> (l. 5 
3mL) „ 4-y7f;V7^t?Vy> (0. 1 3 4 g) ©ff7tK077> 
(2 OmL) fcJnx., 4 Otfl 2H«U; 0 «: *m««r L fe^ 

> JWfcfc* (3 OmL) £3jnx.> ftgfe^^A' (5 OmL) -etflffiLfco 
^Sfcf&jffrfcifclt (3 OmL) ^TK^m-7" h V7A-e|£*L, «JE 
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>=2 : i: m^rmm^^mm) t-iiL> tiib^t (1. 5o g ) z 

1 H-NMR (CDC 1 3) I 1 . 20-1. 40 (6 H, m) , 2. 05 (3 
HXO. 4, s) , 2. 11 (3HX0. 6, s) , 2. 18 (3HX0. 6, 
s), 2. 27 (3HX0. 4, s) , 3. 40 — 3. 60 (1 H, m) , 3. 
70-4. 60 ( 6 H, m) , 4. 70-5. 2 5 ( 2 H, m) , 6.. 65 (1 
H, d, J = 5. 8Hz), 7. 30-7. 50 (3 H, m) , 7. 75-7. 
90 (1H, m) , 8. 37 (1H, d, J = 5. 8Hz) . 
[0 116] 

mmm 2 2 



2- [-fv-/ne;v [ [ (R) -2- [ [ [3-*^V-4- (2, 2 
, 2-h'J7;^nxfi|ry) - 2 -tfu v*;v] x^7-f-^] -1H 

-^>X^ ^ jT'Z-A'- l --f #;vit?~;i/| r^y] -x^;v 
R&tfX ( h U ^oo^f;v) (0. 4 6 7 g) Orf7t Ko7 7>iI (1 
OmL) HtK^T> ^)y> (0. 3 8 1mL) Orh7tKn77« (5 
mL) £tTFU 0t:T»3 0*W*#L/So BUBm^^M2 SX'^hfifz^ 
)V 2- (>T V7"nfc?;VT^ y) xf^ * - ^ — h *1S£*& (1. 0 g) 
UPLfCo h 'Jif^7 5 > (0. 6 9mL) h7t Kn7 7>il (5mL 
) fcgfebn^ Ot-Cl 5ftm, l?St3 OfrlHJtfWLfco RSiS«:«BE«ML7t 
Mffcfc* (3 OmL) ^in£> B»x*/l' (5 OmL) -CfflffiLfco S^M 

^;wi ^s^fa^m* (3 omD xmmk, myk-wm-t V 1 ) * A-C^L, M 

EEifcBLfco tf^^fi^^T-h^t: Kn7f > (5mL) Kvt^U (R) 




ffiSE# 2003-3056688 



2002-175086 ^- v I 96/ 



_ 2 — [ [ [3 -^;i/-4 - (2, 2, 2- h 'J 7^ax h^y) - 2 - 
Uv^v] x;v7-f-;v] -ih-^>X^^/-;v (l. 48g) , 

h ij ^ > (1 . 3 2mL) , 7 t"'Jy> (0. 115 

g) <7>-7=- h ^t: Kn7 7>if (2 OmL) Kjtox.. 4 0 tt* 1 2 mfflffift Ltz 

0 ^^T«^^i±^L^, ^™^7K (3 OmL) &jJ0;U It^^l- (5 0 
mL) ^JfifcBL^o ft®^ ^ ^ g £ g&fO (3 OmL) X-ffifr'ik. 
tPJ A-e^L, «5iiLf: 0 ar^fc^-^n-Th 

^ — (f£^-n^;v : ^*y-> = 2 : l >' ffii^xfm^?- ^Ti#ffi) till, ^ 

mtS-m (1. 2 0g) tiffe7 ; 6;V7 7^^tLt#/:o 

1 H-NMR (CDC 1 3) I 1. 20-1. 40 (9H, m), 2. 17 (3 
HXO. 6, s) , 2. 27 (3HX0. 4, s), 3. 4 0-3. 7 0 (1 H 
, m) , 3 . 7 5-4. 6 5 (8H, m) , 4. 7 0- 5. 3 0 (2 H, m) , 
6. 64 (1H, d, J = 5. 8 H z) , 7. 35-7. 55 (3 H, m) , 7 
. 75 — 7. 90 (1 H, m) , 8. 38 (1H, d, J = 5. 8Hz).. 

I O 117] 

mmm2 3 

{it 8 2 ] 



0= 

CH, 



2- [v^ rr^*^;!/ [ [ (R) -2- [ [ [3 -7^-^-4 - (2, 2, 2- 

j^^H^ ( h'j^nn^f^) (0. 5 9 3 g) b9tKn75>Sffi (1 
OmL) tC7jc<^T> t: 0, ;v> (0. 4 8 5mL) ^iTL/: 0 MT, 

hdt^^iM (1. 3 3g) *iinL/: 0 bU^;i/T^> (0. 8 4mL) £?8T 
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ft, £i&T?2l$lfll8if$Lfco RfSifcKIW 3 ^ 1 -' (5 OmL) £Unx.* * (5 0 
mL) R&m.ffi£M7k (5 OmL) T:i$fc^> &l7kflE$^^* At^iL, 
^JEitML^o m^tyt-T KD7 7> (2 OmL) K»#U (R) -2 
- [ [ 13 4- (2, 2, 2-h';7^tnxb^y) -2-f'Jv 
/u] -lH-^>X^r/-JV (1. 6lg) , HJ 

xf;vr^ (1. 2 1mL) W4-^W^e'Jy> (0. 0 5 3 g 
) £i&L, 6 0X:X-2 4mmW:WLtZo J£j£*"Stm^-^ (5 OmL) £tJn 
x., 7K (2 OmL) ^f^fO^m* (5 OmL) X~ffim&, ^TK^m^h'^A 

t\,z£t), mmik&%>) (2. 1 2 g) zmm&mfryTxtkmfct Lxntco 

1 H — NMR (CDC 1 3 ) : 1. 00-2. 42 (1 6H, m), 3. 30- 
3. 70 (2H, m) , 3. 8 0-4. 0 0 (1 H, m) , 4. 27-4. 42 

(2H, m) , 4. 40 (2H, q, J=8. 2Hz) , 4. 78 (1HX0. 
5, d, J = 13. 2Hz) , 4. 97 (2HX0. 5, s), 5. 20 (1H 
XO. 5, d, J = 13. 2Hz) , 6. 67 (1H, d, J = 5. 8Hz), 
7. 36-7. 46 (3 H, m), 7. 81-7. 91 (1 H, m) , 8. 39 

(1H, d, J = 5. 8Hz) . 
[0118] 

nnm 2 4 

[flS8 3] 



OH 



2- [v?n^:>;v [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2- 
b'j7;vtnxfJry) - 2 - fc? M * ;v 7 * =- ;v] -iH-^> 



'S5 
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h 

(h^on^f^) (0. 2 3 8 g) (7)fb7liKo77>I$ (1 
OmL) tC7K#T\ t°'Jy> (0. 2 0mL) SraTFLfco 2fc?£T\ 3 0^Flt 

-#*-han»0[ (o. 6 0 5 g) ^T^inb7to h'jxf*7 5> (o. 335 
mL) ^im mza-e2B#F^m#t7to.RS^^m^^^ (somD 

x., 7K (5 OmL) Rtfl&SRtftifcjC (5 OmL) fc3faW^ ^ * -> 

N (R) -2- [ [ [3-^^-4- (2, 2, 2-b'J7;KDXb4ry) 
-2-tf;v;i/] ^^;^] -lH-^X^r/-* (0. 6 

og) > hyxf-^rr/ (0. 4 5mD m-^w^evvv ( 

0. 0 2g) *«inU 6 0tT*2 4lfiFWI#Uo JRJ&ifcKgfcBfc^fl' (5 0 

mL) fcira*.. 7K (2 OmL) RtflBfttfttfciC (5 OmL) X*$iW&, 

7^'J 7A«L, «EflMSL^o ? vay';*W7A^O 

■7f^7-f- (gtm-x^-;i/ : /\df-9->= i : 4, ^ri1^-x^Ti#ffi) -e 
ffitM-*£fcfcJ: »K »»ft^ (0. 9 2g) *fffer ; e;v7 7xWi: 

1 H-NMR (CDC 1 3 ) I 1. 02-2. 27 (1 6 H, m), 3. 40- 
4. 60 (9H, m) , 4. 78 (1HX0. 5, d, J = 13. 2Hz) , 4 
. 97 (2HX0. 5, s) , 5. 44 (1HX0. 5, d , J = 13. 2Hz 
) , 6. 69 (1H, d, J = 5. 6 Hz) , 7. 3 2 -7. 54 (3H, m) 
, 7. 80-7. 91 (1 H, m) , 8. 38 (1 H, d, J = 5. 6Hz) 

[0 119] 

mmm 2 5 
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Kb 8 4] 




2- [ [ [ (R) -2- [ [ [3-**)V— 4- (2, 2, 2-b'J7^nx 

KlfeVf ^ ( h U ?nn^;i0 (13. 4 g ) <7)r b7t: Kn7 5>»* (3 5 
OmL) KSkifrT. ti 0, ;v> (10. 3 8mL) fciftTLfco 2MfrT\ 3 0^H 

###0 2 7 "?&htitz2 -T-'J S T-fc-r- YUWM. (2 5. 

9g) ^^JnL^o h i ;xf/l'7 5> (18* 4mL) *xMT&. MUX*2V$ffl 
j|^U, SfcStofcHfsBfc**-^ (5 0 OmL) fc* (5 0 OmL) 

£flnx.> *#Lfco Sfcm^-^Jf &##U ^fO^TK (5 0 OmL) -Cft&tit. 

, myKmm^y^'^y^r^mL, mEmm-r&ztizxi), 2- [ (?nn* 

fl,jK~;V) (7x-;v) TS/] 7-bf- b £#£0 h7tK 

D77> (3 0 OmL) fc8F#L, (R) - 2 - [ [ [3-^^-4- (2, 
2, 2 - M; 7^tDXh^ry) - 2-W V t^^l K)V7 4 -1 
H-^>X-f ^ ^7-;V (4 1. 2 g) > h Vxf;V7 5 > (15. 6mL) 5. 
tf4 — *^f^7 5 / kTU v> (1. 3 6 3 g) &»lU -6 0 HtlBISH* 
Ltz 0 EU&IBLlZjfeWLX-'f-Jl' (8 0 OmL) (8 0 OmL) -C2Ik £ 

"M^frfaJt^k (8 0 OmL) X-mWik, m^MWii-hVf7AX^mU 
ll^o V V*W7A^D"7>^77^ (f^i-f-;V : ^ 

it-r&z t\zx umfc&yo (5 4. i g ) *efe@#iLt^ e 

iH-NMR (CDC 1 3 ) 12. 00 (3H, s), 2. 25 (3 H, s), 

4. 15-4. 48(6 H, m) , 4. 83 ( 1 H, d, J = 13. 6Hz), 

5. 05 (1H, d, J = 13. 6Hz) , 6. 67 (1H, d, J = 5. 4H 
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z), 7. 0 3 -7. 4 5 (8H,.m) , 7. 6 4-7. 6 9 (1 H, m) , 8 
. 4 O ( 1 H, d, J = 5. 4 H z) . 
[0 12 0] 

-mmm 2 6 

[^8 5] 



CH, 



2 _ C [ [2- [ [ [3 4- (2, 2, 2-h'J7^Dxh^>» 
_ 2 — fjv^] *;v7-f-;u] -lH-^^X-f 5r/-^-l-^f 

5t|BI^^tTp^U7t2- [ (^nnAH'-iV) (7*-^) T 5. 
y] jh-^-;v -T-fcx- b (0. 58g) (Of f7li Kn77>M (lOmL) 
\~ „ 2 - [ [ [3-^^-;v-4- (2, 2, 2-h'J7Koxf^» -2- 
kf i; x;i/7^;i/] -iH-^>X^r/-^ (0. 7 3 9 g 

) „ h iJxf;l/7^> (0. 5 5 8mL) RtT 4 -V * *f-fr7 * J t? 'J 9 J> (0 
. O 2 4 g) £«]U 6 Ot^l 5HK»Lf;o BOS&KII*^^ (3 0 
m L ) =^inx.> Tfc (5 OmL) atn&fPJCO* (5 OmL) "CiifeMMSfe, fattm 
-f- h V ^AtKlL, *JEift«ILfeo «9»i75r>a->'J*W9A?o 

h £^-7 4- (r-fe K> : ^^-9->= i : 4, lv>t3 : 2 -e?#ffi) «L 

f-o S^o^/loi-^/i/^fcje&ft^acifcKJ: tWttffc-frto (0. 7 7 9 g) 

1 H-NMR (CDC 1 3) : 1. 99 (3H, s) , 2. 25 (3H, s) , 

4. 2 0-4. 48 (6H, m), 4. 83 (1H, d, J = 1 3. 6 H z) , 

5. 0 5 (1H, d, J = 13. 6Hz) , 6. 67 (1H, d, J = 5. 8H 
z ) , 7. 0 3 -7. 4 5 (8H, m) , 7. 6 4-7. 6 9 (1 H, m) , 8 
. 4 0 (1 H, d, J = 5. 8Hz) . 

1 
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[0 12 1] 

mmm 2 7 

Mb 8 6] 

RC->— 0 
HJC 

t e r t-7^;V [2- [ [ (R) -2- [ [ [ 3 - * ^V- 4 - ( 

2, 2, 2-f'J7;Vtnxhdrv) - 2 - fcf' J V )V\ X)V7j~)l<] 

-iH-^vXo^/-;v-i-^i'] r<y] - 3-tf;v;v 

(h'j^nn^f;v) (0. 3 0g) Of >7tKn77>M (2 0 
mL) U7jt}%T\ e>JV> (0. 2 4mL) tiTUfco *»T, 3 0*fW 
###12 8-e#«bttfc t e r t --f*f-fr [2- (^W5/) - 3 - tf 

h (0. 7 l g) £t»U giB-e2B#IU«#Lfc 

20mL) JC»#U (R) -2- [ [ [3-^;V-4- (2, 2, 2-h'J 
7;Utnxh^y) -2 -fc'V v^V] ^^^] ^^7-f^^] -1H-^>X^ 
(0. 9 2 g) . f'jxf*T5> (0. 70mL) RCM-V**- 
;UT * y ^'V S» ( 0 . 0 3 1 g) U 6 0 "C-C 1 B#IRI*#L;fco RJSifc 

(5 0mL) £flnx.. l^m^^ (5 0mL) t2iiaJU, Si^^^ 
S^lfefn^iaTK (5 0mL) -cftiMfe, HJ* a "CIS* U «E«*S 

LfCo ^W^77 7ya'>'J^7 J ^*7A7D-7h7*77'-f- (T"fe h > ^ 

*-^>=i : 2-evtm) TflWKU ^ <b t:Mttv t-^v * 7 a ^ d v h ^ 7 

y-i- mm.^^mm) -cmm^-zztKi 0, mmit&m (0. 3 8g) 

1 H-NMR (CDC 1 3) : 1. 4 6 (9 H, s), 2. 25 (3 H, s), 

3. 54 (3H, s) , 4. 37 (2H, q, J = 8. 0Hz) , 4. 95 (2 
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H, s), 5. 15 (1H; d, J = l 4. 0Hz), 5. 27 (1H, d, J 
= 14. 0Hz) , 6. 63 (1H, d, J = 5. 4Hz), 7. 26-7. 4 
5 (3H, m) , 7. 6 9-7. 8 7 (3H, m) , 8. 33 ( 1 H, d, J = 
5. 4Hz) , 8. 4 4-8. 4 6 ( 1 H, m) . 
[0 12 2] 

mmm2 8 
ms7] 



HJC-N RC 0— \ 



2- [ [ (R) -2- [ [ [3-^^;V-4- (2, 2, 2-h i ; > 7;V 

V-;i/-l--f;v] 7 5/] ^>v;i/ 7*7- b 

tgllfx (h'J^nn^f;V) (l. 46g) Of >7tKn77« (30 
mL) CMT> \£*)V> (1. 16mL) ^TU. MT, 3 0^F« 
f£> ##00 2 9 blitz 2- (tr^r*;) r-t-r- h (2. 5 

7g) «;0nU £itC3l$W«#Lfco #ftti LfcHtt&iiBU U «f8[«:«JE« 
IBLfco n.%W*T h9li.Ko-79> (4 0mL) K&#U (R) - 2- [ [ 
[3-^^-4- (2, 2, 2-h 1 J7Wnxb^y) -2-tf , ;v;W] * 

f-;v] -lH-^oX^f (4. 4 l g) ^ Hj-x^Ji' 

75V (3. 3 3mL) RV4 -v^W5 / l£V (0. 1 5 g) £$S2JD 
L, 6 Ot-Cl 8BfTO#L7c 0 Rl&iftfc* (1 0 OmL) fcillx^ »BI^^^ 
(1 0 OmL) TttttiLfco mfc^frM*f&%\&Mfo (1 0 OmL) X'ticffik 

a^A^n-rh^??*- (7-fehv :^^=i : 4, i^ti : 2fiffi 
il), HMft^t/ (2. 7 6g) ^WtU#/:o 

1 H-NMR (CDC 1 3 ) 12. 10 (3H, s) , 2. 00-2. 30 (3 
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H, br) , 3. 2 0-3. 5 0 (3H, b r) , 4. 38 (2H, q, J = 7 
. 6Hz) , 4. 7 0-5. 2 0 (2 H, m) , 5. 20-5. 5.0 (2H, m 
), 6. 65 (1H, d, J = 5. 4Hz) , 7. 10-7. 82 (8H, m) 
, 8. 38 (1 H, d, J = 5. 4Hz) . 
[0 12 3] 

mmm 2 9 

[ft8 8] 

HJC— < < F F 

0 0 

2- [ [2- -x^V] [ [ (R) -2- [ [ [3-*f^- 

4- (2, 2, 2-F'J7*tniF*S/) -2-tf i ;v^] *f^] x;V7-f 
- 1 H-^fX'f s yv-A'- 1 - -f ^] *^^-^] 

Itex (h'J^na^fiV) (0. 5 0 g ) h 5t Kn7 7>M (3 0 
mL) KtR^T, (0. 4 0mL) Of F7tKn77>iI (lmL 

) tiTU. MT, lO^FItm aMN*3 0T^#«btL^2- [ (2-7 

-tf-;^^^v^^;v) r^y] -xf;v r -fe r- - h ffl&ft (l. i 3 g) *t^1jp 

Lfco f'Jxf;V7^> (0. 70mL) Of h5tKo75^ (lmL) 
**T^ Mfi-e20tra^bfCo fli5L/i@MjlSlJL, a«t*«ffi*«Stfc 

0 aeWfcMt**-* (2 0mL) fcillx^ ^ffl Lfc@fr£i8B!J U »iK*«ffi 
ifeBILTto ^»^f b7t: KD75> (3 OmL) K*#L.fco (R) -2- 

[ [ [3-^f^-4- (2, 2, 2->';.7;vtnxK^y) -2-W*JA< 

1 *f;H 7^7^^]-lH-^X^^r/HV(l. 4 8g)> b'Ji 
^-)VT^> (1. 12mL) , 4-yVf;l/75yt°'Jy> (ftfe&S) ^i^tnt 

> 6 0icr«j|#Lfco ttEaueft. ^W%^tK (5 OmL) fciox., i^m^ 

f- ;V (5 OmL) -CttffiL^o I^m^f fct&fPftJtoK (5 OmL) 
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002-175086 A ^- v : 104/ 



^-9->=i : i. m^xmrn^frx-mtn) xmmttz 0 mw.^^ (2 0mL 

£ C H J: «9 , nmik&m (l. 6 0g) ^fe7^7 7^@#i:Lt!#^ 

o 

1 H-NMR (CDC 1 3) 12. 06 (3H, s), 2. 08 (3H, s), 
2. 24 (3H, s) , 3. 4 0-4. 4 5 (8H, m) , 4 . 3 9 (2H, q 
, J = 7. 9Hz), 4. 88 (1H, d, J = 13. 2Hz), 5. 05 (1 
H, d, J = l 3. 2Hz) , 6. 66 (1H, d, J = 5. 6Hz), 7. 3 
8-7. 50 (3H, m) , 7. 87 ( 1 H, d, J = 6. 9Hz) , 8. 36 
(1H, d, J=5. 6 H z) . 
[0124] 

nmm3 0 

Hfc8 9] 



[ (2 S) -1- [ [ (R) -2- [ [ [3 -*^*-4- (2, 2, 2 - 1> V 
■7jVtnj^ t^v) -2-fc?Vv f ;i'] x;V7^^] -lH-^oX'f 

^ W—fr- 1 -4" ;v] ^] -2 -tfcnj 7-fcr— b 

£tBfcfcf* (h >; ^nn^f;i/) (0. 5 0 g) Of Kn7^>?§$£ (3 0 
mL) HtR^-T. (0. 4 0mL) <7)f f>7HFD?7>M (lmL 

) ^iTLte 7K^T> ##M3 lT^#«btL7t (S) -2-fcfn 

iJS/-/k**-/U r-fer— bfflSatt (0. 90g) Sr^j&DU^o h'JxfA/7§ 
> (0. 7 0mL) (Or h 7k Kn7 9'/»» (lmL) SriftT^ Mi&T2l$ 
mmftLtZo MEIlli 5W»K* (5 OmL) Srinx.. 1^^"^ (5 0m 
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D myKmm^^^^^^x^mLtzo mil, m$:f 

tK077> (2 0mL) izmmttzt (R) -2- [ [ [ 3 - 4 - ( 

2, 2, 2- H; v^o-xf^v) -2-tfV> f ^] ^jv] x;V7^f-^] 
- 1 H-^X-f ^ ?V~)l> (1 . 1 1 g) . h y (O. 8 4mL 

) , 4-^^7 5 J Vf; v> (0. 0 3 7 g) ^T^iPL, 6 0'C-CIBF^, 
MS-C2 BfflUM$Lfco «fl=«3i^ SSS^^tK (5 0mL) Srflnx, 
;v (5 0mL) -CiflJL^o ftHJ-^-^tftftAO* (5 0mL) 

T2 I 3tiffi) J: *K IRfflffc^ (0. 8 0g) £i&Stfe7 

1 H-NMR (CDC 1 3 ) ! 1 . 80-2. 30 (4 H, m) , 2. 09 (3 
H, s) , 2. 30 (3H, s) , 3. 39 (1H, m) , 3. 50-3. 62 
(1H, m) , 4. 2 0-4. 4 5 (4H, m) , 4. 58 ( 1 H, m) , 4. 
89 (1H, d, J = 13. 5Hz) , 4. 96 (1H, d, J = 13. 5Hz 
), 6. 65 (1H, d, J = 5. 9 Hz) , 7. 36-7. 48 (3H, m) 
, 7. 89 (1H, d, J = 8. 7Hz), 8. 38 (1H, d, J = 5. 9H 
z) . 

[0 12 5] 

mmm'3 1 



3-*f-)V [pt^;v [ [ (R) -2- [ [ [3-^f-;v-4- (2, 2, 2- hi; 



[ft 9 0] 
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mM^X (h'J?nn^f;v) (0. 5 0g) (7)f h7tKo77>M (3 0 
mL) KSMfrT, tfVv> (0. 4 0mL) (Ofh7b Fn77>M (lmL 
) ZmTLtZo 7K<$T\ 3 Ofrmmm. ^ny>xf-;VxxfMiii (0 
. 7 7 g) ^iiDt/wo h'Jxf;V7 5> (0. 70mL) Wfh7HKn77 
>mm (lmL) £MTm> mra^lBtTO#L/Co #ffcBL£@#:£*§SiJU ffi. 

WLZffimi&mLfzo mmz* (somu ijjoi, mm^T-fr (5 0mD -e 
jsmL^o nm-^^^e^isfn^TK (5 0mO xmrn^ mimm.-*?*^ 

^A-e^t/io WEiftltU ?»^rh7l;Kn7 7> (3 3mL) 
t/Co (R) -2- [ [ [3-^^;V-4- (2, 2, 2-H)7;Vtnxf^r 
v) -2-tf'Jv;v] -iH-^^X>f h 

U^Aia (1. 3 7g) > 4-v^^;VT5 / IfU v> (ftfe&i) 6 
0tt«il^Lf:o ^ffia^l^ £l»K:7fc (5 0mL) mk^^ 
(5 OmL) -CttfiSLTto I^^^S^MQ^IItJc (5 OmL) M 
imWrr?* v 7A« L£ D «fftlt, ^IM^iMttv >; * **** 9 A 
i7n-7 h^v"7<- (S^^^-;i/ : ^s^> = i : u M^-Cf^^^Titm 

) -effiiM-a^cj: *k (o. 4 o g) &m&T*)\'yTxvtmi& 

1H-NMR (CDC 1 3 ) II. 33 (3H, t, J =7. 1Hz), 2. 2 

4 (3H, s) , 3. 10 (3H, bs) , 3. 7 0-4. 3 0 (2H, br) 

, 4. 28 (2H, q, J=7. 1Hz) , 4. 38 (2H, q, J=7. 8H 

z) , 4. 82-5. 10 (2H, br), 6. 63 ( 1 H, d, J=5. 5H 

z) , 7. 3 4- 7. 5 2 (2 H, m) , 7. 7 0-7. 9 0 (2 H, m) , 8 
. 3 2 (1 H, d, J = 5. 5 H z) . 
[0 12 6] 



mm 3 2 
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Mb9i] 

Hp-N Hp 0-CH, 

2 - [ [ [5-* b**>-2- [ [ (4-* h*v-3, 5-vV^;l/-2-f 

j&BfcfcT* 'J?no^;V) (0. 3 4 4 g) h 9 K0 7 7>i$ (1 
OmL) £*?frT\ fcTW> (0. 2 8 1mL) Kn7 7>M (5 

mL) fcfl&TU 0tt3 0^I^lfco 5 "C^tiTC 2 - ( 

^f;V7^) xf;p Wi-hffii!t(0. 7 5 0 g) =Sr»L^o h U 
xf;H5> (0. 4 8 5mL) (Df h7t Kn77>M (5mL) 

7K (3 OmL) £inx.> g^ggi^-^ (5 OmL) t|{UL/;o itif^S^ri 
fP^TK (3 OmL) -e^fe?#-m> IftTK^m^hV^A-e^L, «EE*»Lfco 
ft5)*ifcfl!ltt»tf h?b Kn79^ (5mL) HSI»L. 5-*b*v-2- 

[ [ (4-*h*v-3, 5-> r ^^-^-2-ei; X;V7^^ 
] -lH-^^/^r/-^ (1. Og) , b'Jxf;V7 5> (0. 8 0 8m 
L) , 4 -vVf;V7 5 J fcf'J v> (0. 0 7 1 g) «f h7t Kn77>i)l 

(1 OmL) KflDx., 4 CC "CI SBflPLt L^m> » 

S&KjJc (3 OmL) =^*n^. H^J^/U (5 OmL) t*^Lit 0 WML*-**' 

mz®M'k&fo (3 OmL) vmmgt. Msttb^A^tL, m&mm 

*v-2- [ [ (4-^h*v-3, 5-v^^-;v-2-ei; v;v) p**^] x 

;V7^fx;i/] - l H-^^vM 5 / v'-;v- l - ^^] #;w-*f-;v] 

r^y] ^>v*j-- h<7) i : n^ft (i. 5 o g) Sr^frfer*^7 



^-v: 107/ 
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1 H-NMR (CDC 1 3) 12. 05-2. 35 (6 H, m), 3. 00-3 
. 30 (3H, br), 3. 60-4. 40 (8H, m), 4. 60-5. 10 
(4H, m) , 6. 8 0- 7. 0 0 (2 H, m) , 7. 2 0-7. 7 0 (4 H, 
m) , 7. 9 5-8. 2 5 (3H, m) . 
[0 12 7] 
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mm 

z<Dtpmi$<v i oti^-K (v) <7)4k&%do 



Uti) 
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